CLAIM AMENDMENTS 



1 . (Currently Amended) A method of treating or preventing an 
autoimmune disorder in a subject, comprising the step of administering to a subject 
in need of such treatment an effective amount of at least one sterol absorption 
inhibitor or a pharmaceutical^ acceptable salt or solvate thereo f, wherein the at least 
one sterol absorption inhibitor is selected from the group consisting of sterol 
absorption inhibitors represented by the following Formulae: 



(a) Formula (I): 



i 



Ar 1 -X m -(C) q -Y n -(C) r -Z p 
R 1 R 3 



■N 



\ 



Ar 2 



ID 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, 
wherein: 

1 2 

Ar and Ar are independently selected from the group consisting of arvl and 

4 

R -substituted arvl: 

3 5 

Ar is arvl or R -substituted arvl: 

X t Y and Z are independently selected from the group consisting of 
-CH9-, -CHdower alky!)- and -Cfdilower alkvl)-; 

2 6 

R and R are independently selected from the group consisting of -OR , 
-Q(CO)R 6 . -OfCO)OR 9 and -CXCO)NR 6 R 7 ; 



1 3 

R and R are independently selected from the group consisting of hydrogen, 
lower alkvl and arvl: 
g is 0 or 1: 
r is 0 or 1 : 
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m. n and p are independently selected from 0. 1 . 2. 3 or 4; provided that at 
least one of a and r is 1 . and the sum of m. n. p. a and r is 1 . 2. 3. 4. 5 or 6: and 
provided that when p is 0 and r is 1 . the sum of m. a and n is 1 . 2. 3. 4 or 5; 

4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 , -OfChU - ^OR 6 , -Q(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO£R 9 -coor 6 . 
-CONR 6 R 7 . -COR 6 . -SO o NrV. S(0)qJR 9 . -OfCHg V ^-COOR 6 . 
-O(CH 2 ) 1 . 1 0 CONR 6 R 7 . -(lower alkvlene)COOR 6 . -CH=CH-COOR 6 . -CF3. -CN. 
-NQ 3 and halogen; 

R 5 is 1-5 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . ^(CH . ^OR 6 . -Q(CO)NR 6 R 7 . -NR 6 R 7 . 
-NR 6 rCO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO , R 9 . -COOR 6 . -CONR 6 R 7 . 
-COR 6 . -SO . NrV. S(Q)q o R 9 . -OfCHg V ^-COOR 6 . -OfCH n ^CONRV. 

6 6 

-dower alkvlene)COOR and -CH=CH-COOR : 

6 7 8 

R , R and R are independently selected from the group consisting of 

hydrogen, lower alkvl, aryl and aryl-substituted lower alkvl; and 

9 

R is lower alkvl. aryl or aryl-substituted lower alkvl; 
(b) Formula (III): 

R 1 

Ar 1 -A-Yq-C-Z p < 
R 2 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 

Formula (III) above: 

1 3 

Ar is R -substituted aryl; 

2 4 

Ar is R -substituted aryl; 



Ar 3 



-N 



Ar 2 
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3 5 

Ar is R -substituted aryl; 

Y and Z are independently selected from the group consisting of -C1-U -, 
-CHdower alkvl)- and -Cfdilower alkvl)-; 

A is selected from -Q-. -S-. -S(O)- or -S(Q) 2 -; 

R 1 is selected from the group consisting of -OR 6 . -Q(CO)R 6 , -Q(CO)OR 9 and 

6 7 2 

-Q(CO)NR R ; R is selected from the group consisting of hydrogen, lower alkvl and 

1 2 

arvl: or R and R together are =Q; 
q is 1. 2 or 3; 
p is 0. 1. 2, 3 or 4; 

5 

R is 1-3 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -CXChU Y ^QR 9 . -Q(CO)NR 6 R 7 . -NrV. -NR 6 (CO)R 7 . 
-NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SQ 2 -lower alkvl. -NR 6 SQ 5 -arvl. -CONrV. - 
COR 6 . -SO o NrV, S(Q)o o -alkvl. S(0) 0 -arvl. -OfChU j ^-COOR 6 . -Q(CH 2 ) L 

6 7 

1 0 CONR R . o-halogeno. m-halogeno. o-lower alkvl. m-lower alkyl. -(lower alkvlene)- 

COOR 6 . and 

-CH=CH-COOR 6 : 

3 4 

R and R are independently 1-3 substituents independently selected from the 

5 

group consisting of R , hydrogen, p-lower alkvl. arvl. -NQ 2 . -CF 3 and p-halogeno; 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. arvl and aryl-substituted lower alkvl; and 

g 

R is lower alkvl. arvl or arvl-substituted lower alkvl; 



(c) Formula (IV): 



>19 



Ar 1 -R 1 -Q. 



>f^A 



^ N 

O ^r 2 



JM 
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or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 
Formula (IV) above: 

2 2 
A is selected from the group consisting of R -substituted heterocvcloalkvL R - 

2 2 

substituted heteroarvl, R -substituted benzofused heterocvcloalkvL and R - 
substituted benzofused heteroaryl; 

1 3 

Ar is arvl or R -substituted aryl; 

2 4 

Ar is arvl or R -substituted arvl; 
Q is a bond or, with the 3-position ring carbon of the azetidinone, forms the 

(R 6 )a 

spiro group v )b ; and 

R 1 is selected from the group consisting of: 

-(CH 2 ) g -, wherein g is 2-6, provided that when Q forms a spiro ring, g 

can also be zero or 1 ; 

-(CH o ) £ -G-(CH 2 y. wherein G is -Q-. -C(O)-. phenvlene. -NR 8 - or 
-S(Q)q o- , e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6: 

-(Co-C g alkenvlene)-; and 

-(CH 2 yV-(CH 2 ) g -. wherein V is C 3 -C 6 cvcloalkvlene, f is 1-5 and g is 0- 

5, provided that the sum of f and g is 1-6: 

5 

R is selected from: 

li II l I I 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 9 )-,-N-, or- + NO' ; 

6 7 

R and R are independently selected from the group consisting of 
-CH r . -CHfCy C g alkvIK -Cfdi-fCy C g) alkvh. -CH=CH- and 

5 6 5 

-C(C ^ -C 6 alkvl)=CH-; or R together with an adjacent R . or R together with an 

adjacent R 7 , form a -CH=CH- or a -CH=C(C r C 6 alkvl)- group: 

a and b are independently 0, 1 , 2 or 3, provided both are not zero: provided 
that when R 6 is -CH=CH- or -CfCy C g alkvl)=CH-, a is 1 : provided that when R 7 is 
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-CH=CH- or -C(C r C 6 alkvlV=CH-. b is 1 ; provided that when a is 2 or 3, the R 's can 

be the same or different; and provided that when b is 2 or 3, the R 7, s can be the 
same or different; 

and when Q is a bond, R 1 also can be selected from: 




where M is -Q-. -S-. -S(OV or -S(Q) 2 -; 



X. Y and Z are independently selected from the group consisting of 
-CH 2 -, -CHfCy C g alkvll and -Crdi-fCy Cg ) alkvl); 

R 1 ° and R 12 are independently selected from the group consisting of 
-OR 14 , -Q(CO)R 14 . -Q(CO)OR 16 and -Q(CO)NR 14 R 15 ; 

11 13 

R and R are independently selected from the group consisting of 
hvdroaen. (C^alkvl and arvl: or R 1 ° and R 11 together are =Q. or R 12 and R 13 
together are =Q; 

d is 1.2 or 3; 

h is 0. 1, 2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; provided that at 
least one of s and t is 1 , and the sum of m. n. p. s and t is 1 -6; provided that when p 
is 0 and t is 1 . the sum of m, s and n is 1-5; and provided that when p is 0 and s is 1 . 
the sum of m, t and n is 1-5; 

v is 0 or 1; 

i and k are independently 1-5. provided that the sum of i. k and v is 1-5; 

2 

R is 1-3 substituents on the ring carbon atoms selected from the group 
consisting of hydrogen. (C ^C ^a I kyl. (C o-C ^alkenvl, (C n-C ^alkynvL 

17 17 

(C 3 -C 6 )cvcloalkyl. (C 3 -C 6 )cvcloalkenyl, R -substituted arvl. R -substituted benzyl, 

17 17 14 15 

R -substituted benzvloxv. R -substituted aryloxy. halogeno. -NR R . 
NR 1 4 R 15 (C .,-C g alkvleneK NR 14 R 15 C(0)(C .,-C g alkvlene)-.-NHC(Q)R 16 . 
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OH. C.,-C £ alkoxv. -OC(Q)R 16 . -COR 14 . hvdroxvrcy C gtelkvl. (C -i-C gtelkoxyfC .,- 
C g )alkvl. NO o . -S(Q)q o R 16 . -SQ 2 NR 14 R 15 and -(C .,-C g alkvlene)COOR 14 . when R 2 is a 

substituent on a heterocvcloalkvl ring. R is as defined, or is =Q or O 7 ; 

2 

and, where R is a substituent on a substitutable ring nitrogen, it is hydrogen. 
(C^C gtelkvl. arvl. (C^ C gtelkoxv. arvloxv. (C .|-C s )alkvlcarbonvl. arvlcarbonvl. hydroxy. 

-fCH^ 0 CONR 18 R 18 




wherein J is -Q-. -NH-. -NR 18 - or-CH g -; 

3 4 

R and R are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (C .|-C g)alkvl. 

-OR 14 . -Q(CO)R 14 . -0(COK>R 16 . -O^CH o ^OR 14 . -Q(CO)NR 14 R 15 . -NR 14 R 15 . 

-NR 14 (CO)R 15 . -NR 14 (CO)OR 16 . -NR 14 (CO)NR 15 R 19 -NR 14 SQ9R 16 . -COOR 14 . 

-CONR 14 R 15 . -COR 14 . -SO£NR 14 R 15 . S(O^R 16 . -OfCH .y ^-COOR 14 . 

-Q(CH 2 ) lj m CONR 14 R 15 . -(C i-C g alkvlene)-COOR 14 . -CH=CH-COOR 14 . -CF 3 . -CN. - 
NQ 2 and halogen: 

R 8 is hydrogen. (C .,-C g)alkvl. arvl (C .,-C g)alkvl. -C(Q)R 14 or -COOR 14 ; 

9 17 

R and R are independently 1-3 groups independently selected from the 
group consisting of hydrogen, (C^ C gtelkvl. (C^ -C ^al koxv, -COOK NO o, 

-NR 14 R 15 . OH and haloaeno: 

14 15 

R and R are independently selected from the group consisting of 
hydrogen, (C 1 -C 6 )alkvL arvl and arvl-substituted (C^-Cgtelkyl; 

16 17 

R is (C 1 -C 6 )alkyl 1 arvl or R -substituted arvl; 

18 

R is hydrogen or (C^ C ^alkvl; and 

19 

R is hydrogen, hydroxy or (C 1 -C 6 )alkoxv; 
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(d) Formula (V): 




or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 

Formula (V) above: 

1 10 

Ar is arvl, R -substituted arvl or heteroaryl; 

2 4 

Ar is arvl or R -substituted arvl; 

3 5 

Ar is arvl or R -substituted arvl; 

X and Y are independently selected from the group consisting of -CHU-, 
-CHflower alkvl)- and -C(dilower alkvl)-; 

R is -OR 6 , -Q(CO)R 6 . -Q(CO)OR 9 or -Q(CO)NR 6 R 7 ; R 1 is hydrogen, lower 

alkvl or arvl; or R and R 1 together are =Q; 
g is 0 or 1; 
r is 0 t 1 or 2; 

m and n are independently 0, 1 , 2, 3, 4 or 5; provided that the sum of m, n 
and g is 1. 2, 3, 4 or 5; 

4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl, -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH ol ^OR 6 -Q(CO)NR 6 R 7 , 
-NR 6 R 7 , -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 , -NR 6 (CO)NR 7 R 8 . -NR 6 SOgR 9 . -COOR 6 , 
-CONR 6 R 7 . -COR 6 . -SQ 2 NR 6 R 7 , SfO^R 9 , -OfChU y ^-COOR 6 , 
-Q(CH 2 ) 1 ^CONR 6 R 7 , -dower alkvlene)COOR 6 and -CH=CH-COOR 6 ; 

5 

R is 1-5 substituents independently selected from the group consisting of 
-OR 6 , -Q(CO)R 6 . -Q(COK)R 9 -OfChU V ^OR 6 -Q(CO)NR 6 R 7 . -NR 6 R 7 . -NR 6 (CO)R 7 , 
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-NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO o R 9 . -COOR 6 -CONrV. -COR 6 . - 
SQ 2 NR 6 R 7 . S(0)q , R 9 . -OfCH . ^-COOR 6 . -OrCHg^CONR^ 7 . -CF3. -CN. -NO ,. 
halogen, 

6 6 

-(lower alkvlene)COOR and -CH=CH-COOR : 

6 7 8 

R . R and R are independently selected from the group consisting of 

hydrogen, lower alkvl. arvl and aryl-substituted lower alkvl: 

9 

R is lower alkvl, arvl or aryl-substituted lower alkvl; and 

10 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH^OR 6 . -Q(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO g R 9 . -COOR 6 . 
-CONR 6 R 7 . -COR 6 . -S0 3 NR 6 R 7 . -S(Q)q , R 9 . -OfCH o ^-COOR 6 . 

-Q(CH 2 \ 1 0 CONR 6 R 7 . -CF 3 . -CN. -NQ 2 and halogen; 



(e) Formula (VI): 



R 4 

N R— (R 2 )v A / R20 
(Raju— * r 



\ 

O R 21 



or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein: 
Rjjs 

-CH-, -Cflower alkyl)-, -CF-, -C(OH)-, -C(C 6 H 5 )-, -C(C 6 H 4 -R 15 )-, 
- N- or - + N O" ; 



(VI) 



R? and R a are independently selected from the group consisting of: 
-CH?-. -CHdower alkvl)-. -C(di-lower alkvl)-. -CH=CH- and -Cdower alkvl)=CH-: or 
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together with an adjacent R9. or R i^ together with an adjacent R a . form a 
-CH=CH- or a -CH=C(lower alkvl)- group: 

u and v are independently 0. 1 , 2 or 3, provided both are not zero; provided 
that when R 9 is -CH=CH- or -Cdower alkvl)=CH-, v is 1 ; provided that when R a is 
-CH=CH- or -Cflower alkvl)=CH-, u is 1 ; provided that when v is 2 or 3, the R9's can 
be the same or different; and provided that when u is 2 or 3, the R r Vs can be the 
same or different; 

R4 is selected from B-(CH9 )m C(Q)-, wherein m is 0. 1 , 2, 3, 4 or 5; 
B-fCH gVj -, wherein qis 0,1,2. 3, 4, 5 or 6; 

B-(CH9 )g -Z-(CH9 ) r . wherein Z is -Q-, -C(O)-, phenvlene, -N(R ft )- or -S(Q)n-9-, e is 

0. 1 , 2. 3. 4 or 5 and r is 0. 1 , 2. 3. 4 or 5. provided that the sum of e and r is 0, 1,2, 
3, 4, 5 or 6; 

B-(C9-Cg alkenvlene)-; 
B-(C 4-Cr alkadienylene)-; 

B-(CH9 ) t-Z-(C9 -C g alkenvlene)-, wherein Z is as defined above, and wherein t is 0, 

1 , 2 or 3, provided that the sum of t and the number of carbon atoms in the 
alkenvlene chain is 2, 3, 4, 5 or 6; 

B-(CH 9) f-V-(CH 9) Q-, wherein V is C ^-Cfi cvcloalkvlene, f is 1 , 2, 3, 4 or 5 and g is 0, 

1 , 2, 3, 4 or 5, provided that the sum of f and g is 1 , 2, 3, 4, 5 or 6; 
B-(CH9 ) t-V-(C 9-Cfi alkenvlene)- or 

B-(C 9-Cfi alkenvlene)-V-(CH9 ) t-. wherein V and t are as defined above, provided 
that the sum of t and the number of carbon atoms in the alkenvlene chain is 2, 3. 4, 5 
or 6; 

B-(CH 9)a -Z->(CH9 )h -V-(CH9 )H -, wherein Z and V are as defined above and a, b and 
d are independently 0,1,2, 3, 4, 5 or 6, provided that the sum of a, b and d is 0, 1 , 2, 
3, 4, 5 or 6; or T-(CH 9k -, wherein T is cvcloalkvl of 3-6 carbon atoms and s is 0, 1 , 

2, 3, 4, 5 or 6; or 

l 

Rl^ and R 4 together form the group B-CH-C- ; 

B is selected from indanvl, indenyl, naphthyl, tetrahvdronaphthyl, heteroarvl or 
W-substituted heteroarvl, wherein heteroarvl is selected from the group consisting of 

{W0176357.1} - 10 - 



pyrrolvl, pyridinvL pyrimidinvl. pvrazinvl, triazinvl, imidazolvl. thiazolvl. ovrazolvl. 
thienvl. oxazolvl and furanvl. and for nitrogen-containing heteroarvls. the N-oxides 
thereof, or 



W is 1 to 3 substituents independently selected from the group consisting of 
lower alkvl, hydroxy lower alkvl, lower alkoxv, alkoxvalkvl. alkoxyalkoxy, 
alkoxvcarbonylalkoxv, (lower alkoxyiminoVlower alkvl. lower alkanediovl. lower alkvl 
lower alkanediovl. allyloxy, -CF 3 , -OCF a . benzyl, R 7 -benzyl, benzyloxy, 
R7 -benzvloxv, phenoxv, R 7 -phenoxv, dioxolanvl, NO?,-N(R ft )(R Q ), N(R a )(R Q )-lower 
alkvlene-, N(R ft )(R g )-lower alkvlenvloxv-. OH, halogeno. -CN. -N s , -NHC(Q)OR in. 
-NHC(Q)R in. RijO? SNH-. (R iiO£ S)9N-. -S(Q)s>NH 9 . -S(Q)Q-2B 8 . tert- 
butvldimethvl-silvloxvmethvl. -C(Q)R i? . -COQR iq . -CON(R r )(R q). - 
CH=CHC(Q)R i? . -lower alkvlene-C(Q)R i2. Rin C(Q)flower alkvlenvloxv)-. 



carbon atoms, 

and the substituents on the substituted heteroaryl ring nitrogen atoms, when present, 
are selected from the group consisting of lower alkvl, lower alkoxv, -C(Q)ORiQ a 
-C(Q)R in , OH, N(R ft )(R Q )-lower alkvlene-,N(R ft )(R Q )-lower alkvlenvloxv-, - 
S(Q)£NHg and 2-(trimethylsilvl)-ethoxvmethvl; 

R7 is 1-3 groups independently selected from the group consisting of lower 
alkvl, lower alkoxv, -COOH, NO ? . -N(R g )(R Q ). OH. and halooeno; 

Rr and R q are independently selected from H or lower alkvl; 

Rijq is selected from lower alkvl, phenyl, R 7 -phenvl. benzyl or R 7 -benzyl; 

R j 1 is selected from OH, lower alkvl, phenyl, benzyl, R 7 -phenvl or R 7 -benzyl; 

R 12 is selected from H, OH, alkoxv, phenoxv. benzyloxy, 




N(Rft )(R Q )C(Q)(lower alkvlenvloxv)- and 




for substitution on ring 



/ R13 



. -N(R ft )(R g ), lower alkvl. phenyl or R 7 -phenvl; 
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Ri3 is selected from -Q-. -CH9-. -NH-, -Nflower alkvl)- or -NC(Q)R iq: 

B 15- ^16 and R17 are independently selected from the group consisting of H 
and the groups defined for W; or R15 is hydrogen and R ijr and R rz , together with 
adjacent carbon atoms to which they are attached, form a dioxolanyl ring; 

R 19 is H, lower alkvl, phenyl or phenyl lower alkvl; and 

R 20 and R21 are independently selected from the group consisting of phenyl 
W-substituted phenyl, naphthyl, W-substituted naphthyl. indanyl, indenyl, 
tetrahydronaphthvl, benzodioxolvl, heteroaryl, W-substituted heteroarvl. benzofused 
heteroaryl, W-substituted benzofused heteroaryl and cvclopropyl, wherein heteroaryl 
is as defined above: 

(f) Formula (VIIA) or (VIIB): 



B 



R 



A 



B' — D 



-N, 



V 



R4 



(VIIA) 



or 



B 



R 



A 



E- 




(VIIB) 



or a pharmaceuticallv acceptable salt or solvate thereof, 
wherein: 

A is -CH=CH-. -C=C- or -(CH? ) D - wherein p is 0. 1 or 2: 
B is 
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B' is 




D is -(CH9 )m C(Q)- or -(CH ?)^ - wherein m is 1 , 2, 3 or 4 and a is 2, 3 or 4; 

E is C io to C9Q alkvl or -C(OHC q to C iQ )-alkvl. wherein the alkvl is straight 
or branched, saturated or containing one or more double bonds; 

R is hydrogen, C i ^Cjs alkvl, straight or branched, saturated or containing one 
or more double bonds, or B-(CH g) r wherein r is 0, 1,2, or 3; 

R^, R?, Ra, Rr . R? ; , and are independently selected from the group 
consisting of hydrogen, lower alkvl. lower alkoxv, carboxv, NO ? , NH ? , OH, halogeno, 
lower alkvlamino, dilower alkvlamino, -NHC(Q)OR fi , R r OpSNH- and -S(Q)9NH£ ; 

R4JS 



wherein n is 0, 1, 2 or 3; 

R5 is lower alkvl; and 

Rr is OH, lower alkvl, phenyl, benzyl or substituted phenyl wherein the 
substituents are 1-3 groups independently selected from the group consisting of 
lower alkvl, lower alkoxv, carboxv, NO?, NH 9 , OH. halogeno, lower alkvlamino and 
dilower alkvlamino; 

(g) Formula (VIII): 
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mm 

or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 
Formula (VIII) above. 

R 2 6 is H or QG 1 : 

G and G 1 are independently selected from the group consisting of 

9^r,R 4 OR 4 o^° R7 

H -^Vi| OR 3 , ^\..il 0 R 3 . -CH 2 ^A''lOR 5 

~\o 2 R 2 ° (?H 2 OR 6 qr3 OR 4 

OR 3a 

R 4a, 



and 



A Q ^CH 2 R b ; 
-^O^CH 2 R £ 



OR J 

R A 0/i ( ^^/^ provided that when R 26 is H or 



OH. G is not H: 

R. R a and R p are independently selected from the group consisting of H. -OH. 

halooeno. -NH9. azido. (C^ -Cfi )alkoxv(C i-Cfi )-alkoxv or -W-R 30 ; 

W is independently selected from the group consisting of -NH-C(O)-. -O-C(O)- 

. -0-C(0)-N(R 31 K -NH-C(Q)-N(R 31 )- and -0-C(S)-N(R31 )-; 

R 2 and R 6 are independently selected from the group consisting of H. 

(Ci-Cfi )alkvl. arvl and arvl(C i-Cfi )alkvl: 

R 3 . R^. r5, r7 R3a an( j R 4 a are j nc j epenc j en t| v selected from the group 

consisting of H. (C^ -Cfi telkvl. arvl(C i-Cfi )alkvl. -C(Q)(C i-Cfi )alkvl and 
-C(Q)arvl; 

R 3 Q is selected from the group consisting of R 32 -substituted T. 
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R32-substituted-T-(C ^-Cg )alkvl. R 32 -substituted-(C2 ~C4 )alkenvl. 
R3 2 -substituted-(C ^C g)alkvl 1 R 32 -substituted-(C 3 -C7)cvcloalkvl and 
R32-substituted-(C^C7)cvcloalkvl(C^ CR )alkvl; 

R 3 ^ is selected from the group consisting of H and (C i-C4 )alkvl; 

T is selected from the group consisting of phenyl, furvl, thienvl. pyrrolvl, 

oxazolvl, isoxazolvl. thiazolvl, iosthiazolvl. benzothiazolvl, thiadiazolvl. pyrazolvl, 
imidazolvl and pyridvl; 

R 32 is independently selected from 1-3 substituents independently selected 

from the group consisting of halogeno. (C ^ -C 4 )alkyl, -OH, phenoxv, 
-CF s , -NO?. (Ch -C4 )alkoxv, methvlenedioxv. oxo, (C ^-C4. )alkvlsulfanvl, 
(C^Ca telkvlsulfinvl, (C i^Ca telkvlsulfonvl. -N(CH 3)9 . -C(Q)-NH(C ^C4 )alkvL 
-C(Q)-N((C ^-C4 )alkvl)9. -CfOHC^ -Ca telkvl. -C(OHC> [-C4 )alkoxv and 

pyrrolidinylcarbonyl; or R 32 is a covalent bond and R 31 , the nitrogen to which it is 

attached and R 32 form a pyrrolidine, piperidinyl, N-methyl-piperazinyl, indolinyl or 
morpholinyl group, or a (C i ^C 4 )alkoxycarbonyl-substituted pyrrolidine, piperidinyl, 
N-methvlpiperazinvl, indolinyl or morpholinvl group; 
Ar 1 is arvl or R ^-substituted arvl: 

Ar 2 is arvl or R11 -substituted aryl; 
Q is a bond or, with the 3-position ring carbon of the azetidinone, 



R1 is selected from the group consisting of 

-(CH?Vp, wherein g is 2-6, provided that when Q forms a spiro ring, g 

can also be zero or 1 ; 

-(CH2WE-(CH£ ) r , wherein E is -Q-, -C(OK phenvlene, -NR 22 - or 
-S(Q)q-2-, e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6; 

-(C ?-C fi )alkenvlene-; and 
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-(CH£ ) f-V-(CH£ )g -. wherein V is C a-Cfi cvcloalkvlene. f is 1-5 and q is 

0-5. provided that the sum of f and q is 1-6; 
Rl2 is 

II II I „ I J 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NCr ; 

Rl3 and R 14 are independently selected from the group consisting of -CH? -. 
-CH(C i-Cfi alkvl)-. -C(di-(C i-Cfi ) alkvl). -CH=CH- and 

-C(C i-Cfi alkvl)=CH-: or R 12 together with an adjacent R 1 3, or r12 together with an 

adjacent R 14 . form a -CH=CH- or a -CH=C(C i-Cfi alkvl)- group: 

a and b are independently 0, 1 , 2 or 3, provided both are not zero: 
provided that when R 13 is -CH=CH- or -C(C i^-Cr alkvl)=CH-. a is 1: 
provided that when R 14 is -CH=CH- or -CfC^ -Cfi alkvl)=CH-. b is 1: 
provided that when a is 2 or 3, the R 13 's can be the same or different: and 
provided that when b is 2 or 3. the R 14 's can be the same or different: 
and when Q is a bond. R^ also can be: 

R 15 R 17 R 15 Ris 
-M-Yd-C-Zh-, -X m -(C) s -Y n -(C) t -Z p - or - Xj -(C) v -Y k -S(O) 0 . 2 -; ; 
R^ R 18 R 16 Rie 

M is -Q-. -S-. -S(O)- or -S(Q)£ -: 

X. Y and Z are independently selected from the group consisting of -CH? -. 
-CH(C i-Cg )alkvl- and -C(di-(C i-Cfi )alkvl): 

R 1 Q and Rl 1 are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of 
(Ci^-CR )alkvl. -ORl9 -Q(C0)R19. -CXCCMOR 21 . -0(CH9)1-5QR 19 . 
-O(CO)NR19r20. -NR19r20, -NR19(cO)r20, -NR19(C0)0R21 . 
-NR19(CO)NR20r25 i -NR19sQ9R21 , -COOR19, -CONR19r20, -COR19. 

-SO2NR19R20, S(Q) n-2 R21, -OrCH^ ^I^in -CQORig, -Q(CH2)1-1QCONR19r20 i 
-(C^-Cr alkvlene)-CQOR 1 9. -CH=CH-COOR 1 9. -CF s . -CN. -NO? and halogen: 
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R 15 and R 17 are independently selected from the group consisting of -OR 19 , 
-Q(CO)R 1 9 -0(C0)0R21 and -Q(CO)NR 1 9r 20 ; 

R 16 and R 18 are independently selected from the group consisting of hi 

(CH-Cfi )alkvl and arvl: or R 15 and R 1 6 together are =Q. or R 17 and R 1 8 together 

are =Q; 

d is 1. 2 or 3; 

h isO. 1.2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m, n and p are independently 0-4; 
provided that at least one of s and t is 1. and the sum of m, n. p. s and t is 1-6; 
provided that when p is 0 and t is 1 , the sum of m t s and n is 1 -5; and 
provided that when p is 0 and s is 1 , the sum of m, t and n is 1-5; 
v is 0 or 1; 

i and k are independently 1-5, provided that the sum of i, k and v is 1-5; 

R 15 

-X r (C) v -Y k -S(O) 0 _ 2 - 

and when Q is a bond and R 1 is Rjjf . Ar 1 can also be 

pyridvl. isoxazolvl. furanvl. pyrrolyl, thienvl. imidazolvl. pyrazolyl. thiazolvl. pyrazinvl. 
pyrimidinyl or pyridazinyl; 

Rl9 and R 2 Q are independently selected from the group consisting of H, 
(CH-Cfi )alkvl. arvl and aryl-substituted (C i^-Cg )alkyl; 

R 21 is (C ^-CR )alkvl. arvl or R 24 -substituted arvl: 

R 22 is H, (C i^-CR )alkvl. arvl (C i-Cfi )alkvl, -C(Q)R 19 or -COOR19: 

R 23 and R 24 are independently 1-3 groups independently selected from the 
group consisting of H. (C i-CR )alkvl. (C i-Cfi )alkoxv. -COOH. NO ?, 

-NR19r 2 0, -OH and halogeno: and 

R 25 is H. -OH or (C^ -Cg telkoxv: and 

(h) Formula (IX): 
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or a pharmaceutically acceptable salt or solvate thereof, wherein in Formula (IX): 

R 1 is selected from the group consisting of H. G, G 1 , G 2 , -SChH and -POsH; 

G is selected from the group consisting of: H, 




wherein R, R a and R b are each independently selected from the group 

consisting of H. -OH, halo, -NH ? , azido, (C ^Cfi )alkoxv(C^ -Cfi )alkoxv or -W-R 30 ; 

W is independently selected from the group consisting of 

-NH-C(OK -O-C(O)-. -Q-C(0)-N(R 3 1)-. -NH-C(Q)-N(R 31 )- and 
-0-C(S)-N(R31)-: 
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R 2 and F?6 are each independently selected from the group consisting of H, 

(C^-Cfi )alkvl. acetyl, arvl and arvl(C^ Cg )alkvl; 

R 3 , R 4 . R 5 , R 7 . R 3a and R 4a are each independently selected from the 

group consisting of H. (C i^Cfi )alkvL acetyl, ai^l(C i^Cfi )alkvl, -C(Q)(C ^-Cfi )alkvl and - 
C(Q)aryl; 

R30 is independently selected from the group consisting of 

R 32 -substituted T. R 32 -substituted-T-fC i^-Cfi )alkvL R 32 -substituted-(C9 -C4 )alkenvl, 

R 32 -substituted-(C ^Cg )alkvL R 32 -substituted-(C 3 -C7)cycloalkyl and R 32 - 
substituted-(C^-C7)cvcloalkvl(C ^Cg )alkvl; 

R 31 is independently selected from the group consisting of H and (CH - 

C4 )alkyl; 

T is independently selected from the group consisting of phenyl, furyl, thienyl, 

pyrrolvl, oxazolvl, isoxazolyl, thiazolyl, isothiazolyl, benzothiazolvl, thiadiazolyl, 
pyrazolyl, imidazolvl and pyridvl; 

R 32 is independently selected from 1-3 substituents which are each 

independently selected from the group consisting of H, halo, (C^-C 4 )alkvl, -OH, 
phenoxv, -CF 3 , -NO?, (C i-C4 )alkoxv, methvlenedioxy, oxo, (C i^C4 )alkvlsulfanvl, 
(C^-C4 )alkvlsulfinvl. (C ii-C4 )alkvlsulfonvl, -NfCH ato , -C(Q)-NH(C i-C4 )alkvl, -C(OV 
N((C i^-C4 )alkvl)9, -C(OV(C i^C4 )alkvl, -C(OHC i-CA )alkoxv and pyrrolidinylcarbonvl; 

or R 32 is a covalent bond and R 31 , the nitrogen to which it is attached and R 32 form 
a pyrrolidinyl, piperidinvl, N-methvl-piperazinyl, indolinvl or morpholinvl group, or a 
(Ci^C4 )alkoxycarbonvl-substituted pyrrolidinyl, piperidinvl, N-methvlpiperazinvl, 
indolinvl or morpholinvl group; 
G 1 is represented by the structure: 
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R 33 — CH 




or H 2 N 

wherein R 33 is independently selected from the group consisting of unsubstituted 
alkvl. R 34 -substituted alkvl. (R 35 KR 36 )alkvk 





N V/ NH 




R 34 is one to three substituents, each R 34 being independently selected from 
the group consisting of HOOC-, HO-, HS-, (CH . OS-. H?N-, (NH9)(NH)C(NHK 
(NH?)C(Q)- and HOOCCH(NlV)CHgSS-: 

R 35 is independently selected from the group consisting of H and NH?-; 

R 36 is independently selected from the group consisting of H. unsubstituted 
alkvl, R 34 -substituted alkvl, unsubstituted cvcloalkyl and R 34 -substituted cycloalkyl; 

G 2 is represented by the structure: 



R 37 CX 



CH R 38 



wherein R 37 and R 38 are each independently selected from the group consisting of 
(Ci-Cfi)alkyl and aryl; 

R 26 is one to five substituents, each R 26 being independently selected from 



a) 


H; 


b) 


-OH: 


c) 


-OCH 2 ; 


d) 


fluorine; 
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e) chlorine: 

f) -O-G; 

g) -o-G 1 ; 

h) -O-G 2 ; 

i) -SOgH; and 
D -PO^H: 



provided that when R 1 is H. R 26 is not H. -OH. -OCI-U or -O-G: 

Ar 1 is arvl. R 10 -substituted aryl, heteroaryl or R 10 -substituted heteroaryl; 

Ar^ is aryl. Rl 1 -substituted arvl. heteroaryl or rH -substituted heteroarvl: 

L is selected from the group consisting of: 

a) a covalent bond: 

b) -(CH?) g -. wherein g is 1-6: 

c) -(CI-b)g-E-(CHg)r-. wherein E is -Q-. -C(OK phenvlene. -NR 22 - or 
-S(OW?-. e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6: 

d) -(C?-Cfi)alkenvlene-; 

e) -(Chb)f-V-(CI-bV,-. wherein V is Cg -C gcvcloalkvlene. f is 1-5 and 
g is 0-5. provided that the sum of f and g is 1-6: and 

f) 



R 15 R" 



M— Y d C Z h Xs— (C) s — Y„ (C) s — Zp Xj (C)v— Y k S(O) 0 . 2 

'l6 • i« lis °r 1,16 



wherein M is-O-. -S-. -S(O)- or-S(O)?-: 

X. Y and Z are each independently selected from the group consisting of 

-CH r . -CH(C r C gtelkvl- and -Cfdi-fC i-G Oalkvn-; 

R 8 is selected from the group consisting of H and alkvl; 
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R 1 0 and R 1 1 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of 
(C^-Cfi telkvl. -OR 19 . -Q(CO)R 19 -0(C0)0R21, -0(CH? ) ^OR 19 - 
O(CO)NR1 9 r20, ,nr1 9 r20, -NR1 9 (CO)R20. -NR1 9 (C0K)R21 . 
-NR1 9 (CO)NR20r25 < .NR1 9 S0 9 R21 , -COORI 9 -CONR1 9 r20, -CORI 9 - 
SO9 NR1 9 r20, S(Q) f^ R21^Q(CH9 )i-in -COORl 9 . -O(CH2 )1^ CONR19r20. - 
(C^-Cr alkvlene)-COOR 19 -CH=CH-COOR 19 -CFg. -CN. -NQ9 and halo; 

R 15 and R 17 are each independently selected from the group consisting of 
-OR 19 . -OC(Q)R 19 . -OC(Q)OR 21 . - OC(Q)NR 19 R 20 ; 

R 16 and R 18 are each independently selected from the group consisting of H, 

(Ci-Cfi )alkvl and aryl; 

or R 15 and R 16 together are =Q, or R 17 and R 18 together are =Q; 

d is 1, 2 or 3; 

h is 0. 1. 2, 3 or 4; 

s is 0 or 1; 

t is 0 or 1 ; 

m, n and p are each independently selected from 0-4; 

provided that at least one of s and t is 1 , and the sum of m. n, p, s and t is 1-6; 

provided that when p is 0 and t is 1 , the sum of m, n and p is 1-5; and provided that 
when p is 0 and s is 1 , the sum of m, t and n is 1-5; 
v is 0 or 1 ; 

i and k are each independently 1-5, provided that the sum of i. k and v is 1-5; 

Q is a bond, -(CHg )r p wherein g is 1-6, or, with the 3-position ring carbon of 

the azetidinone. forms the spiro group 
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wherein R 12 is 

II II l 9 ~ I J 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NCr ; 



R 13 and R 14 are each independently selected from the group consisting of 
-CH9-. -CH(C ^-Cr alkvIK -Cfdi-fC ^-C g) alkvl). -CH=CH- and -C(C ^Cg alkvl)=CH-; 

or R 12 together with an adjacent R 13 . or R 12 together with an adjacent R 14 . form a - 
CH=CH- or a -CH=C(C i^-Cr alkvl)- group; 

a and b are each independently 0, 1 , 2 or 3, provided both are not zero; 

provided that when R 13 is -CH=CH- or -C(C i-Cfi alkvO=Chk a is 1 ; provided that 
when R 14 is -CH=CH- or -C(C ^-C g alkvh=CH-. b is 1 ; provided that when a is 2 or 
3, the R 13 's can be the same or different; and provided that when b is 2 or 3, the 
R 14 's can be the same or different; 

and when Q is a bond and L is 

R 15 
I 

XI (9)v— Yk S(0)o- 2 

R 16 



then Ar 1 can also be pyridvl. isoxazolvl, furanvl. pyrrolvl. thienyl, imidazolvl. pyrazolyl, 
thiazolyl, pyrazinyl, pyrimidinvl or pyridazinyl; 

R 19 and R 20 are each independently selected from the group consisting of H, 
(Ci^Cfi )alkvl. arvl and arvl-substituted (C i-Cfi )alkvl: 
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R 21 is (C i-Cfi )alkvl. arvl or R 24 -substituted arvl; 

R22 is H. (C i-Cfi )alkvl, aryl (C i-Cfi telkvl. -C(Q)R19 or-COORl9 : 

R 23 and R 24 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of H. 
(C^-Cfi telkyl. (C i-Cfi )alkoxv. -COOH. NO?. -NR19R20, -OH and halo; and 

R 2 5 is H. -OH or (C i-Cfi )alkoxv. 

2. (Original) The method according to claim 1 , wherein the at least 
one sterol absorption inhibitor is represented by Formula (I): 



R R 2 
Ar 1 -X m -(C) q -Y n -(C) r -Z Pv ^Ar 3 

■l ! 3 

R R 



^ N 

° ^Ar 2 (l) 
or a pharmaceutically acceptable salt thereof or a solvate thereof, 
wherein: 

1 2 

Ar and Ar are independently selected from the group consisting of aryl and 

4 

R -substituted aryl; 

3 5 

Ar is aryl or R -substituted aryl; 

X, Y and Z are independently selected from the group consisting of 
-CH2-. -CH(lower alkyl)- and -C(dilower alkyl)-; 

2 6 

R and R are independently selected from the group consisting of -OR , 
-0(CO)R 6 , -0(CO)OR 9 and -0(CO)NR 6 R 7 ; 

1 3 

R and R are independently selected from the group consisting of hydrogen, 
lower alkyl and aryl; 
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q is 0 or 1; 
r is 0 or 1; 

m, n and p are independently selected from 0, 1 , 2, 3 or 4; provided that at 
least one of q and r is 1 , and the sum of m, n, p, q and r is 1 , 2, 3, 4, 5 or 6; and 
provided that when p is 0 and r is 1 , the sum of m, q and n is 1 , 2, 3, 4 or 5; 

4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkyl, -OR 6 , -0(CO)R 6 , -0(CO)OR 9 , -OCCH^OR 6 , -0(CO)NR 6 R 7 , 

-nrV, -NR 6 (CO)R 7 , -nr 6 (co)or 9 , -nr 6 (co)nr 7 r 8 , -nr 6 so2R 9 , -coor 6 , 

-CONrV, -COR 6 , -S0 2 NR 6 R 7 , S(O) 0 . 2 R 9 , -OfCH^^Q-COOR 6 , 

-OCC^J^^CONRV, -(lower alkylene)COOR 6 , -CH=CH-COOR 6 , -CF 3 , -CN, 
-N0 2 and halogen; 

R is 1-5 substituents independently selected from the group consisting of 
-OR 6 , -0(CO)R 6 , -0(CO)OR 9 , -CKCH^.gOR 6 , -0(CO)NR 6 R 7 , -NR 6 R 7 , 
-NR 6 (CO)R 7 , -NR 6 (CO)OR 9 , -NR 6 (CO)NR 7 R 8 , -NR 6 S0 2 R 9 , -COOR 6 , -CONR 6 R 7 , 
-COR 6 , -S0 2 NR 6 R 7 , S(O) 0 . 2 R 9 , -O(CH 2 ) 1 . 10 -COOR 6 , -O(CH 2 ) 1 . 10 CONR 6 R 7 , 
-(lower alkylene)COOR 6 and -CH=CH-COOR 6 ; 

6 7 8 

R , R and R are independently selected from the group consisting of 
hydrogen, lower alkyl, aryl and aryl-substituted lower alkyl; and 

9 

R is lower alkyl, aryl or aryl-substituted lower alkyl. 

3. (Original) The method according to claim 1, wherein the at least 
one sterol absorption inhibitor is represented by Formula (II): 
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or a pharmaceutical^ acceptable salt or solvate thereof. 



(II) 



4. (Cancel). 

5. (Cancel). 

6. (Cancel). 

7. (Cancel). 

8. (Cancel). 

9. (Cancel). 

10. (Cancel). 

1 1 . (Original) The method according to claim 1 , wherein the at least 
one sterol absorption inhibitor is administered to a subject in an amount ranging from 
about 0.1 to about 1000 milligrams of sterol absorption inhibitor per day. 

12. (Original) The method according to claim 1 , further comprising the 
step of administering at least one other agent useful for the treatment of an 
autoimmune disorder to the subject. 

13. (Original) The method according to claim 12, wherein the other 
agent useful for the treatment of an autoimmune disorder is selected from the group 
consisting of: 

a) disease modifying antirheumatic drugs; 

b) nonsteroidal anitinflammatory drugs; 

c) COX-2 selective inhibitors; 

d) COX-1 inhibitors; 
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e) immunosuppressives; p70 b kinase inhibitors; and inosine 
monophosphate dehydrogenase inhibitors; 

f) steroids; 

g) biological response modifiers; and 

h) other agents useful for the treatment of autoimmune disorders. 

14. (Original) The method according to claim 1 , further comprising the 
step of administering at least one HMG CoA reductase inhibitor to the subject. 

15. (Original) The method according to claim 14, wherein the at least 
one HMG CoA reductase inhibitor is atorvastatin. 

16. (Original) The method according to claim 14, wherein the at least 
one HMG CoA reductase inhibitor is simvastatin. 

17. (Original) The method according to claim 1 , wherein the subject has 
an autoimmune disorder selected from the group consisting of: Alopecia Areata, 
Ankylosing Spondylitis, Antiphospholipid Syndrome, Autoimmune Addison's Disease, 
Autoimmune Diabetes, Autoimmune Hemolytic Anemia, Autoimmune Hepatitis, 
Behcet's Disease, Bullous Pemphigoid, Cardiomyopathy, Celiac Sprue-Dermatitis, 
Chronic Fatigue Immune Dysfunction Syndrome (CFIDS), Chronic Inflammatory 
Demyelinating Polyneuropathy, Churg-Strauss Syndrome, Cicatricial Pemphigoid, 
CREST Syndrome, Cold Agglutinin Disease, Crohn's Disease, Discoid Lupus, 
Essential Mixed Cryoglobulinemia, Fibromyalgia-Fibromyositis, Good Pasture 
Syndrome, Graft Versus Host Disease, Graves' Disease, Guillain-Barre, Hashimoto's 
Thyroiditis, Idiopathic Pulmonary Fibrosis, Idiopathic Thrombocytopenia Purpura 
(ITP), IgA Nephropathy, Insulin Dependent Diabetes, Juvenile Arthritis, Lichen 
Planus, Lupus , Meniere's Disease, Mixed Connective Tissue Disease, Multiple 
Sclerosis, Myasthenia Gravis, Myositis, Pemphigus Vulgaris, Pernicious Anemia, 
Polyarteritis Nodosa, Polychondritis, Polyglandular Syndromes, Polymyalgia 
Rheumatica, Polymyositis and Dermatomyositis, Primary Agammaglobulinemia, 
Primary Biliary Cirrhosis, Psoriasis, Raynaud's Phenomenon, Reiter's Syndrome, 
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Rheumatic Fever, Rheumatoid Arthritis, Sarcoidosis, Scleroderma, Sjogren's 
Syndrome, Stiff-Man Syndrome, Takayasu Arteritis, Temporal Arteritis/GianT-cell 
Arteritis, Ulcerative Colitis, Uveitis, Vasculitis, Vitiligo, and Wegener's 
Granulomatosis. 

18. (Original) The method according to claim 1 , wherein said sterol 
absorption inhibitor disrupts lipid raft formation and/or organization within the cell 
membranes of leukocytes. 

19. (Original) The method according to claim 18, wherein said lipid raft 
disruption affects the pathogenesis of said autoimmune disorder by affecting at least 
one immune response selected from the group consisting of antigen presentation, T- 
cell activation, T-cell receptor signaling, adhesion molecule function, chemokine 
receptor signaling, and combinations thereof. 

20. (Original) A method of treating or preventing an autoimmune 
disorder in a subject is provided, comprising the step of administering to a subject in 
need of such treatment an effective amount of at least one sterol absorption inhibitor 
represented by Formula (II) below: 



or a pharmaceutical^ acceptable salt or solvate thereof. 

21 . (Original) The method according to claim 20, wherein the subject 
has an autoimmune disorder selected from the group consisting of: Alopecia Areata, 
Ankylosing Spondylitis, Antiphospholipid Syndrome, aplastic anemia, 



F 




(II) 
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myelodysplastic syndromes, paroxysmal nocturnal hemoglobulinemia, pure red cell 
aplasia, chronic neutropenias, amegakaryocytic thrombocytopenia, antiphospholipid 
syndromes, autoimmune thrombocytopenia, autoimmune hemolytic syndromes, 
antiphospholipid syndromes, autoimmune gastritis, achlorhydria, Autoimmune 
Addison's Disease, Autoimmune Diabetes, Autoimmune Hemolytic Anemia, 
Autoimmune Hepatitis, Autoimmune hypophysitis, Autoimmune orchiditis, 
autoimmune ovarian failure, Behcet's Disease, Bullous Pemphigoid, 
Cardiomyopathy, Celiac Sprue-Dermatitis, Cicatrical pemphigoid, Chronic Fatigue 
Immune Dysfunction Syndrome (CFIDS), Chronic Inflammatory Demyelinating 
Polyneuropathy, Interstitial cystitis, Churg-Strauss Syndrome, Cicatricial 
Pemphigoid, CREST Syndrome, Cold Agglutinin Disease, Crohn's Disease, 
Dermatitis herpetiformis, Discoid Lupus, Drug-induced autoimmune disorders, 
Endometriosis, Epidermolysis bullosa acquisita, Essential Mixed Cryoglobulinemia, 
Fibromyalgia-Fibromyositis, Glomerulonephritis, Good Pasture Syndrome, Graft 
Versus Host Disease, Graves' Disease, Guillain-Barre, Hashimoto's Thyroiditis, 
Idiopathic Inflammatory Myopathies, Idiopathic Pulmonary Fibrosis, Idiopathic 
Thrombocytopenia Purpura (ITP), IgA Nephropathy, Insulin Dependent Diabetes, 
Juvenile Arthritis, Lichen Planus, Systemic Lupus Erythmatosus , Meniere's Disease, 
Metal-induced autoimmunity disorders, Mixed Connective Tissue Disease, Multiple 
Sclerosis, Myasthenia Gravis, Myocarditis, Myositis, Optic neuritis, 
Painless/postpartum thyroiditis, Peripheral nerve vasculitis, Pemphigus Foliaceus, 
Pemphigus Vulgaris, Pernicious Anemia, Polyarteritis Nodosa, Polychondritis, 
Polyglandular Syndromes, Polymyalgia Rheumatica, Polymyositis and 
Dermatomyositis, Postinfectious autoimmune disorders, Primary 
Agammaglobulinemia, Primary Biliary Cirrhosis, Psoriasis, Psoriatic Arthritis, 
Reactive Arthritis, Raynaud's Phenomenon, Reiter's Syndrome, Rheumatic Fever, 
Rheumatoid Arthritis, Sarcoidosis, Scleritis, Scleroderma, Sjogren's Syndrome, Stiff- 
Man Syndrome, Takayasu Arteritis, Temporal Arteritis/Giant-cell Arteritis, Ulcerative 
Colitis, Uveitis, Vasculitis, Vitiligo, and Wegener's Granulomatosis. 
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22. (Original) The method according to claim 20, further comprising the 
step of administering to said subject at least one other agent useful for the treatment 
of an autoimmune disorder. 

23. (Original) The method according to claim 22, wherein the subject 
has rheumatoid arthritis and wherein said other agent is selected from the group 
consisting of COX-2 inhibitors, COX inhibitors, immunosuppressives, steroids, PDE 
IV inhibitors, anti-TNF-a compounds, MMP inhibitors, glucocorticoids, chemokine 
inhibitors, CB2-selective inhibitors and combinations thereof. 

24. (Currently Amended) A method of treating or preventing 
rheumatoid arthritis in a subject, comprising the step of administering to a subject in 
need of such treatment an effective amount of at least one sterol absorption inhibitor 
or a pharmaceutical^ acceptable salt or solvate thereo f, wherein the at least one 
sterol absorption inhibitor is selected from the group consisting of sterol absorption 
inhibitors represented by the following Formulae: 

(a) Formula (I): 

R R 2 

Ar 1 -X m -(C) q -Y n -(C) r Z p 

■i 'a > 
R R 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, 
wherein: 

1 2 

Ar and Ar are independently selected from the group consisting of arvl and 

4 

R -substituted arvl: 

3 5 

Ar is arvl or R -substituted arvl: 

X, Y and Z are independently selected from the group consisting of 
-CH9-. -CHdower alkvl)- and -Cfdilower alkyl)-; 



y 

N 



Ar 



\ 



Ar 2 



i\\ 
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R and R are independently selected from the group consisting of -OR , 
-Q(CO)R 6 . -Q(CO)OR 9 and -Q(CO)NR 6 R 7 ; 

R 1 and R 3 are independently selected from the group consisting of hydrogen, 
lower alkvl and arvl: 

g is 0 or 1 ; 

r is 0 or 1 ; 

m, n and p are independently selected from 0. 1 . 2. 3 or 4; provided that at 
least one of g and r is 1 , and the sum of m, n. p. g and r is 1 . 2. 3, 4, 5 or 6; and 
provided that when p is 0 and r is 1 , the sum of m, g and n is 1 . 2, 3, 4 or 5; 

4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl, -OR 6 , -Q(CO)R 6 . -Q(CO)OR 9 . -Q(CH 2 V gOR 6 . -Q(CO)NR 6 R 7 , 
-NR 6 R 7 . -NR 6 fCO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO?R 9 . -COOR 6 . 
-CONrV. -COR 6 , -SO o NR 6 R 7 . S(Q)q o R 9 . -OfCH oV ^-COOR 6 . 

-OfCH n ^CONRV, -dower alkvlene)COOR 6 . -CH=CH-COOR 6 . -CF r -CN. 
-NO o and halogen; 

5 

R is 1-5 substituents independently selected from the group consisting of 
-OR 6 , -Q(CO)R 6 . -0(CO)OR 9 . -OfCH^OR 6 , -Q(CO)NR 6 R 7 . -NrV, 
-NR 6 (CO)R 7 . -NR 6 (CO)OR 9 -NR 6 (CO)NR 7 R 8 . -NR 6 SO o R 9 . -COOR 6 , -CONrV, 
-COR 6 . -SO . NrV. SfO^R 9 . -OfCH oV ^-COOR 6 . -OfCH oY ^CONRV. 

6 6 

-dower alkvlene)COOR and -CH=CH-COOR ; 

6 7 8 

R , R and R are independently selected from the group consisting of 
hydrogen, lower alkvl, arvl and aryl-substituted lower alkvl; and 

g 

R is lower alkvl. arvl or arvl-substituted lower alkvl; 
(b) Formula (III): 
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R 1 

Ar 1 -A-Y-C-Z pv ^Ar 3 
R 2 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (III) above: 

1 3 

Ar is R -substituted aryl; 

2 4 

Ar is R -substituted aryl; 

3 5 

Ar is R -substituted aryl; 

Y and Z are independently selected from the group consisting of -CH o-, 
-CHflower alkvl)- and -C(dilower alkvl)-; 

A is selected from -Q-, -S-, -S(O)- or -S(Q) 2 -; 

R 1 is selected from the group consisting of -OR 6 , -Q(CO)R 6 , -Q(CO)OR 9 and 

6 7 2 

-Q(CO)NR R ; R is selected from the group consisting of hydrogen, lower alkyl and 

1 2 

aryl; or R and R together are =Q; 
g is 1. 2 or 3; 
p is 0, 1, 2. 3 or 4: 

5 

R is 1-3 substituents independently selected from the group consisting of 
-OR 6 , -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH^OR 9 . -Q(CO)NR 6 R 7 . -NR 6 R 7 . -NR 6 (CO)R 7 . 
-NR 6 (CO)OR 9 -NR 6 (CO)NR 7 R 8 . -NR 6 SO o -lower alkvl, -NR 6 SQ 2 -arvl. -CONrV. - 
COR 6 . -SO o NR 6 R 7 , SfO^-alkvL SfO^-arvl. -OfCH oV ^-COOR 6 -OfCH o)^ 

6 7 

^CONR R . o-halogeno, m-halogeno. o-lower alkvl. m-lower alkvl, -dower alkvlene)- 

COOR 6 and 

-CH=CH-COOR 6 ; 

3 4 

R and R are independently 1-3 substituents independently selected from the 

5 

group consisting of R , hydrogen, p-lower alkyl, aryl. -NQ 2 , -CF 3 and p-halogeno; 

6 7 8 

R , R and R are independently selected from the group consisting of 
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hydrogen, lower alkvl. aryl and aryl-substituted lower alkvl; and 

g 

R is lower alkvl. arvl or arvl-substituted lower alkvl; 



Formula (IV): 



Ar 



1 -R 1 -Q 




^Ar 2 



(IV) 



or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 
Formula (IV) above: 

2 2 

A is selected from the group consisting of R -substituted heterocvcloalkvl. R - 

2 2 

substituted heteroarvl, R -substituted benzofused heterocvcloalkvl. and R - 
substituted benzofused heteroaryl: 

1 3 

Ar is arvl or R -substituted aryl; 

2 4 

Ar is arvl or R -substituted arvl: 
Q is a bond or. with the 3-position ring carbon of the azetidinone. forms the 



-(CH 2 ) a -, wherein g is 2-6. provided that when Q forms a spiro ring, g 

can also be zero or 1 ; 

-(CH 2 ) £ -G-(CH o) j: -. wherein G is -Q-. -C(O)-. phenvlene. -NR 8 - or 

-S(Q)q^, e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6: 

-(C 2 -C 6 alkenylene)-; and 

-(CH o) |-V-(CH o) g -. wherein V is Cg -C g cvcloalkvlene, f is 1-5 and g is 0- 

5, provided that the sum of f and g is 1-6: 

5 

R is selected from: 




Rf— (R 6 ) a 



spiro group 



R 1 is selected from the group consisting of: 
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-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 9 )-, -N-, or- + NCT ; 

6 7 

R and R are independently selected from the group consisting of 
-CH r , -CHfCy Cg alkvIK -CMi-K^ -C ^ alkvl). -CH=CH- and 

5 6 5 

-C(C^-C 6 alkvl)=CH-: or R together with an adjacent R , or R together with an 

adjacent R 7 . form a -CH=CH- or a -CH=C(C r Cg alkvl)- group; 

a and b are independently 0. 1, 2 or 3, provided both are not zero; provided 

6 7 

that when R is -CH=CH- or -C(C .,-C g alkvl)=CH-. a is 1 : provided that when R is 

-CH=CH- or -C(C .,-C g alkvl)=CH-. b is 1 : provided that when a is 2 or 3. the R% can 

be the same or different; and provided that when b is 2 or 3. the R 7 's can be the 
same or different; 

and when Q is a bond. R 1 also can be selected from: 

R io R 12 R 10 Rio 

-M-Y d -C-Z h -, -X m -(C) s -Y n -(C) t -Zp- or -x r (C) v -Y k -S(0)o_ 2 -; 

R 11 R 13 r11 Rii 

where M is -Q-. -S-. -S(O)- or -S(Q) 2 -: 

X, Y and Z are independently selected from the group consisting of 
-CH r . -CH(C .,-C g alkvl)- and -C(di-(C .,-C £ ) alkvl); 

10 12 

R and R are independently selected from the group consisting of 
-OR 14 , -Q(CO)R 14 , -CXCOOR 16 and -Q(CO)NR U R 15 ; 

11 13 

R and R are independently selected from the group consisting of 

10 11 12 13 

hydrogen, (C r C 6 )alkyl and aryl; or R and R together are =Q. or R and R 
together are =Q; 

d is 1. 2 or 3; 

h is 0. 1, 2, 3 or 4: 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; provided that at 
least one of s and t is 1. and the sum of m, n, p t s and t is 1-6; provided that when p 
is 0 and t is 1 , the sum of m, s and n is 1-5; and provided that when p is 0 and s is 1, 
the sum of m, t and n is 1-5; 
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v is 0 or 1; 

i and k are independently 1-5, provided that the sum of L k and v is 1-5; 

2 

R is 1-3 substituents on the ring carbon atoms selected from the group 
consisting of hydrogen. (C i-C ^alky!. (C o-C ^telkenvl. (C o-C ^alkvnvl. 

17 17 

(C 3 -C 6 )cvcloalkyl t (C 3 -C 6 )cvcloalkenvl. R -substituted arvl. R -substituted benzyl, 

17 17 14 15 

R -substituted benzyloxv. R -substituted aryloxy, halogeno. -NR R , 
NR U R 15 (C 1 -C g alkvleneK NR^R^CfOKC i-C g alkvlene)-.-NHC(Q)R 16 . 
OH. Cy C g alkoxv. -OC(Q)R 16 . -COR 14 , hydroxyfC ^C gtelkvl, (C 1 -C g)alkoxv(C 1 - 
C g)alkvL NO o , -SfO^R 16 . -SO o NR 14 R 15 and -(C ^-C g alkvlene)COOR 14 ; when R 2 is a 

2 C [^jCH 2 )i.2 

substituent on a heterocvcloalkyl ring, R is as defined, or is =Q or c/ ■ 

2 

and, where R is a substituent on a substitutable ring nitrogen, it is hydrogen. 
(C 1 -C 6 )alkvl, arvl. (C 1 -C 6 )alkoxv. arvloxv, (C 1 -C 6 )alkvlcarbonvl. arvlcarbonvl. hydroxy. 

jCjH ^CONR R f 




wherein J is -Q-. -NH-. -NR 18 - or -CI-U -; 

3 4 

R and R are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (C j -Cgtelkyl, 

-OR 14 . -Q(CO)R 14 . -Q(CO)OR 16 . -OfCH oV ^OR 14 . -Q(CO)NR 14 R 15 . -NR 14 R 15 . 

-NR 14 (CO)R 15 . -NR 14 (CO)OR 16 . -NR U (CO)NR 15 R 19 . -NR^SOpR 16 -COOR 14 . 

-CONR 14 R 15 . -COR 14 . -SO£NR 14 R 15 . S(Oy , R 16 . -OfCH oV ^-COOR 14 . 

-Q(CH o) lj m CONR 14 R 15 . -(C r C e alkvlene)-COOR U . -CH=CH-COOR 14 . -CF 3 . -CN, - 
NO o and halogen; 

R 8 is hydrogen. (C ^-C ^alky!. arvl (C ^C glalkvl, -C(Q)R 14 or -COOR 14 ; 
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9 17 

R and R are independently 1-3 groups independently selected from the 
group consisting of hydrogen, (C r C 6 )alkvL (C ^C gtelkoxv, -COOK NOo, 

-NR 14 R 15 , OH and halogeno; 

14 15 

R and R are independently selected from the group consisting of 
hydrogen. (C^C^alkvl, arvl and arvl-substituted (C 1 -Cg)alkvl; 

16 17 

R is (C 1 -C 6 )alkvL aryl or R -substituted arvl; 

18 

R is hydrogen or (C 1 -C 6 )alkvl; and 

19 

R is hydrogen, hydroxy or (C 1 ^C 6 )alkoxv; 



(d) Formula (V): 



R 

ArV (C) q ^ S(Q) r M 

O Ar 



or a pharmaceutically acceptable salt thereof or a solvate thereof, wherein, in 
Formula (V) above: 

1 10 

Ar is arvl, R -substituted aryl or heteroarvl; 

2 4 

Ar is arvl or R -substituted arvl; 

3 5 

Ar is arvl or R -substituted arvl; 

X and Y are independently selected from the group consisting of -CH 2 -, 
-CHdower alkvl)- and -Cfdilower alkvl)-; 

q q g 6 7 1 

R is -OR , -Q(CO)R , -Q(CO)OR or-Q(CO)NR R ; R is hydrogen, lower 

alkvl or arvl; or R and R 1 together are =Q; 
g is 0 or 1; 
r is 0. 1 or 2; 

m and n are independently 0, 1 , 2. 3. 4 or 5; provided that the sum of m, n 
and g is 1, 2, 3. 4 or 5; 
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4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH .V ^OR 6 -Q(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (COK)R 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 S09R 9 -coor 6 . 
-CONR 6 R 7 . -COR 6 . -SO , NR 6 R 7 . S(Q)q q R 9 . -OfCH .y ^-COOR 6 . 
-0(CH 2 V m CONR 6 R 7 . -flower alkvlene)COOR 6 and -CH=CH-COOR 6 ; 

5 

R is 1-5 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH . ^OR 6 . -Q(CO)NR 6 R 7 . -NrV. -NR 6 (CO)R ? . 
-NR 6 (CO)OR 9 . -NR 6 fCO)NR 7 R 8 . -NR 6 SO g R 9 . -COOR 6 . -CONrV. -COR 6 . - 

SQ 3 NR 6 R 7 . S(Oy , R 9 . -OrCH o ^-COOR 6 . -OfCH. y ^CONRW. -CF 3 . -CN. -NO g . 
halogen. 

6 6 

-dower alkvlene)COOR and -CH=CH-COOR ; 

6 7 8 

R , R and R are independently selected from the group consisting of 
hydrogen, lower alkvl t aryl and arvl-substituted lower alkvl; 

g 

R is lower alkvl. aryl or aryl-substituted lower alkvl; and 
R 1 ° is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfChU^OR 6 -0(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SQ 2 R 9 -COOR 6 
-CONR 6 R 7 . -COR 6 . -SQ 2 NR 6 R 7 . -S(Q)^R 9 . -OfCHo V ^-COOR 6 . 
-OrCH o ^CONRV. -CF 3 . -CN. -NO . and halogen; 



(e) Formula (VP: 



R 4 

X Ri-(R 2 )v A / R2 ° 

(R 3 )u— ' 



O R 



21 
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or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein: 
Rids 

-CH-, -Cflower alkyl)-, -<bF-, -fc(OH)-, -fc(C 6 H 5 )-, -fc(C 6 H 4 -R 15 )-, 
- N- or - N O" ; 

R9 and R s are independently selected from the group consisting of: 
-CH 9 -. -CHflower alkvlK -Cfdi-lower alkvlK -CH=CH- and -Cdower alkvl)=CH-: or 
R^ together with an adjacent R 9 . or R i^ together with an adjacent R a . form a 
-CH=CH- or a -CH=C(lower alkyl V group: 

u and v are independently 0, 1 , 2 or 3, provided both are not zero: provided 
that when R ? is -CH=CH- or -Cflower alkvl)=CH-, v is 1 : provided that when R 3 is 
-CH=CH- or -Cflower alkvl)=CH-, u is 1 : provided that when v is 2 or 3, the R 9 's can 
be the same or different: and provided that when u is 2 or 3, the R s 's can be the 
same or different: 

Rd is selected from B-(CH9 )m C(OK wherein m is 0. 1 . 2, 3, 4 or 5: 
B-(CH£ V p wherein q is 0, 1 . 2, 3. 4. 5 or 6: 

B-(CH9 )g -Z-(CH 9) r-. wherein Z is -Q-, -C(OK phenvlene. -N(R ft )- or -S(Q) n-9 -. e is 

0. 1 , 2, 3, 4 or 5 and r is 0, 1 , 2. 3. 4 or 5. provided that the sum of e and r is 0, 1.2. 
3.4. 5 or 6: 

B-(C ?-Cfi alkenylene)-; 
B-(C4-Cr alkadienylene)-; 

B-(CH9)t-Z-(C?-Cfi alkenylene)-, wherein Z is as defined above, and wherein t is 0, 

1 . 2 or 3, provided that the sum of t and the number of carbon atoms in the 
alkenylene chain is 2. 3. 4, 5 or 6: 

B-(CH 9) f-V-(CH9 )r p wherein V is C a-Cfi cvcloalkvlene, f is 1 , 2, 3. 4 or 5 and g is 0. 
1 . 2. 3. 4 or 5, provided that the sum of f and q is 1 . 2. 3. 4. 5 or 6: 
B-(CH9 ) t-V-(C 9-Cfi alkenylene)- or 
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B-(C?-Cg alkenvlene)-V-(CH? ) t-. wherein V and t are as defined above, provided 
that the sum of t and the number of carbon atoms in the alkenylene chain is 2. 3, 4. 5 
or 6; 

B-(CH9WZ-(CH2)h-V-(CH9)H-. wherein Z and V are as defined above and a. b and 
d are independently 0, 1 , 2, 3, 4, 5 or 6, provided that the sum of a, b and d is 0. 1 . 2. 
3, 4, 5 or 6; or T-(CH ?k -. wherein T is cvcloalkvl of 3-6 carbon atoms and s is 0, 1 , 
2, 3, 4, 5 or 6; or 



Rl_ and FU together form the group B-CH=C- ; 

B is selected from indanvl. indenvl. naphthvl, tetrahvdronaphthyl, heteroaryl or 
W-substituted heteroarvl, wherein heteroarvl is selected from the group consisting of 
pyrrol vl. pyridinvl. pyrimidinyl, pyrazinvl. triazinvl. imidazolyl. thiazolyl, pyrazolyl. 
thienvl. oxazolyl and furanyl, and for nitrogen-containing heteroaryls, the N-oxides 
thereof, or 



W is 1 to 3 substituents independently selected from the group consisting of 
lower alkvl, hydroxy lower alkvl, lower alkoxv. alkoxvalkvl. alkoxvalkoxy, 
alkoxvcarbonvlalkoxv, (lower alkoxviminoVlower alkvl, lower alkanediovl, lower alkvl 
lower alkanediovl. allvloxv. -CFg, -OCF a . benzyl. R 7 -benzvl. benzyloxv. 
R7 -benzvloxv. phenoxv. R 7 -phenoxv. dioxolanvl. NO?.-N(R ft )(R Q ). N(R ft )(R Q )-lower 
alkvlene-. N(R ft )(Rg)-lower alkvlenvloxv-. OH. halogeno. -CN. -N s . -NHC(OK)R in, 
-NHC(Q)R in. RijKDg SNH-. (R i^OgSte N-, -S(0) ? NH 9 . -S(O)0-2 B8 . tert- 
butyldimethyl-silvloxvmethvl. -C(Q)R i9 , -COOR iq , -CON(R g )(R Q), - 
CH=CHC(Q)R i2 . -lower alkvlene-C(Q)R ij?, Rin C(Q)(lower alkvlenvloxv)-. 




N(Ra )(R Q )C(Q)(lower alkvlenvloxv)- and 




for substitution on ring 



carbon atoms. 
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and the substituents on the substituted heteroarvl ring nitrogen atoms, when present, 
are selected from the group consisting of lower alkvl. lower alkoxv, -C(Q)OR io, 
-C(Q)R in . OH. N(R ft )(R Q VIower alkvlene-,N(R ft )(R Q )-lower alkvlenvloxv-, - 
S(Q)9NH ? and 2-(trimethvlsilvh-ethoxvmethvl: 

R7 is 1-3 groups independently selected from the group consisting of lower 
alkvl. lower alkoxv, -COOK NO9. -N(Rg)(R Q ), OH. and halogeno: 

Rft and R q are independently selected from H or lower alkvl; 

R ip is selected from lower alkvl, phenyl, R 7 -phenyl, benzyl or R 7 -benzvl; 

R j 1 is selected from OH t lower alkvl. phenyl, benzyl, R 7 -phenvl or R 7 -benzyl; 

R19 is selected from H, OH, alkoxv, phenoxv, benzvloxv. 



V_/ R13 



. -N(R k )(R q ). lower alkvl. phenyl or R 7 -phenvl; 



R13 is selected from -Q-. -CH9-. -NH-, -Ndower alkvl)- or -NC(Q)R iq; 

R 15^ R16 and R17 are independently selected from the group consisting of H 
and the groups defined for W; or R15 is hydrogen and R16 and R17. together with 
adjacent carbon atoms to which thev are attached, form a dioxolanvl ring; 

R 19 is H, lower alkvl, phenyl or phenyl lower alkvl; and 

R ?0 and R21 are independently selected from the group consisting of phenyl, 
W-substituted phenyl, naphthyl, W-substituted naphthyl, indanvl, indenvl, 
tetrahydronaphthyl, benzodioxolvl, heteroarvl, W-substituted heteroarvl, benzofused 
heteroarvl. W-substituted benzofused heteroarvl and cvclopropyl, wherein heteroarvl 
is as defined above; 



Formula (VIIA) or (VIIB): 



B' — D 
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(VI I A) 



or 




(VIIB) 



or a pharmaceuticallv acceptable salt or solvate thereof, 
wherein: 

A is -CH=CH-. -C=C- or -(CHg )p - wherein p is 0. 1 or 2; 
B is 




/ Rl 

> 

^R 3 



B' is 



6 




<2' 



R 



3' 



D is -(CH9 )m C(Q)- or -(CH? ) ^- wherein m is 1 , 2. 3 or 4 and q is 2. 3 or 4; 

E is CjQ to C?Q alkvl or -C(Q)-(C q to CigValkvl, wherein the alkvl is straight 
or branched, saturated or containing one or more double bonds; 

R is hydrogen, C j^C is alkvl, straight or branched, saturated or containing one 
or more double bonds, or B-(CH 9) r -. wherein r is 0, 1 . 2. or 3; 

Rl_ , R?. R a. Rr , R£\ and R rv are independently selected from the group 
consisting of hydrogen, lower alkvl, lower alkoxv. carboxv, NO?, NHg, OH, halogeno, 
lower alkvlamino, dilower alkvlamino, -NHC(Q)OR fi . RrO?SNH- and -S(0) g NHs> ; 

R4JS 
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(OR 5 )n 



wherein n is 0, 1 , 2 or 3; 

is lower alkyl; and 
Rg is OH, lower alkyl. phenyl, benzyl or substituted phenyl wherein the 
substituents are 1-3 groups independently selected from the group consisting of 
lower alkyl, lower alkoxv. carboxv. NO?. NH ? . OH. halogeno, lower alkvlamino and 

dilower alkvlamino; 

(g) Formula (VIII): 




or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 
Formula (VIII) above. 

R 26 is H orOG 1 ; 

G and G 1 are independently selected from the group consisting of 




OH. G is not H; 
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R. R a and R b are independently selected from the group consisting of H, -OH, 

halogeno, -NH ? . azido. (C i^CR telkoxvfC i^CR Valkoxv or-W-R 30 ; 

W is independently selected from the group consisting of -NH-C(O)-, -O-C(O)- 

. -Q-C(Q)-N(R31k -NH-C(0)-N(R31)- and -0-C(SVN(R31 )-; 

R 2 and R 6 are independently selected from the group consisting of H, 

(Oi-Cg telkvl. arvl and arvl(C i^CR )alkvl; 

R3, r4, r5^ r7 p3a anc j p4a are independently selected from the group 

consisting of H, (C i^-Cfi )alkvL arvlfC ^-CR telkvl, -CfOHC i^CR telkvl and 
-CfOtervl; 

R30 is selected from the group consisting of R 3 2. S ubstituted T t 

R32- SU bstituted-T-fC i^-CR )alkvL R32. S ubstituted-(C9 -C4 )alkenvl, 
R32- su bstituted-(C i^-CR )alkvl. R32. S ubstituted-(C 3 -C7)cvcloalkyl and 
R32. su bstituted-(C ^ -C7)cvcloalkvl(C ^CR )alkvl: 

R31 is selected from the group consisting of H and (C i ^C 4 )alkyl; 

T is selected from the group consisting of phenyl, furvl, thienvl, pyrrolyl. 

oxazolvl, isoxazolvl, thiazolvl, iosthiazolyl, benzothiazolyl, thiadiazolvl, pyrazolvl, 
imidazolyl and pyridyl; 

R32 is independently selected from 1-3 substituents independently selected 

from the group consisting of halogeno, (C^-C4)alkvl. -OH, phenoxv. 
-CF a , -NO ? . (C^ -C4 )alkoxv, methvlenedioxv, oxo, (C i-C4 )alkvlsulfanvl, 
(C^-C4 )alkvlsulfinvl, (C i-C4 )alkvlsulfonvl, -N(CH 3)9 . -C(Q)-NH(C i^-C4 )alkvl, 
-C(Q)-N((C : [-C4 )alkvn 9 , -C(OWC^ -C4 )alkvl. -C(OHC^ -C4 )alkoxv and 
pyrrolidinvlcarbonvl; or R32 j s a covalent bond and R31, the nitrogen to which it is 
attached and R32 f orm a pyrrolidinvl, piperidinyl, N-methyl-piperazinvl. indolinvl or 
morpholinyl group, or a (C i-C4 )alkoxvcarbonvl-substituted pyrrolidinvl, piperidinyl, 
N-methylpiperazinyl, indolinvl or morpholinvl group: 

Ar 1 is arvl or R 10 -substituted arvl; 

Ar 2 is arvl or R 1 1 -substituted arvl; 
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Q is a bond or. with the 3-position ring carbon of the azetidinone, 



R 1 | — (R 13 )a 

forms the spiro group ( R )b ; and 

R 1 is selected from the group consisting of 

-(CH? )f ]-. wherein g is 2-6. provided that when Q forms a spiro ring, g 

can also be zero or 1 ; 

-(CH 9 WE-(CH 9) r . wherein E is -Q-, -C(OK phenvlene. -NR 22 - or 
-S(O)0-2-- e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6; 

-(C?-Cfi )alkenvlene-; and 

-(CH9)f-V-(CH9)g-. wherein V is C a-Cfi cvcloalkylene. f is 1-5 and g is 



0-5. provided that the sum of f and g is 1-6; 
Rl 2 is 

ll ll l „ I J 

-CH-, -C(C 1 -C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or - + NO' ; 

Rl3 an d r14 are independently selected from the group consisting of -CH?-, 
-CH(C i^-Cfi alkvl)-. -C(di-(C i^-CR ) alkvl). -CH=CH- and 

-C(Ch -Cfi alkvl)=CH-; or R 12 together with an adjacent R 13 . or R 12 together with an 

adjacent R 14 . form a -CH=CH- or a -CH=C(C^ -Cr alkvl)- group; 

a and b are independently 0. 1 . 2 or 3. provided both are not zero; 
provided that when R 13 is -CH=CH- or -C(CH -C g alkvl)=CH-. a is 1 ; 
provided that when R 14 | s , CH= cH- or -C(C ±-Cfi alkvl)=CH-. b is 1 ; 
provided that when a is 2 or 3, the R^ 3 's can be the same or different; and 
provided that when b is 2 or 3. the R 14 's can be the same or different; 
and when Q is a bond. R1 also can be: 

R15 F? 17 R 15 R 15 

-M-Y d -C-Z-, -X m -(C) s ~Y n -(C) t -Z p - or -x r (C) v >Y k -S(0)o. 2 -; 
R 16 R 18 R16 R 16 



Mis -Q-. -S-. -S(O)- or-S(Q)£ -: 
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X, Y and Z are independently selected from the group consisting of -CH9-. 
-CHfC i^Cfi telkvl- and -Cfdi-fC i^Cg telkvl); 

R 10 and R 1 1 are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of 

(Ci^-CR telkvl. -OR 19 . -0(C0)R19 -CXCOIOR 21 . -OfCH^OR 19 . 
-Q(CO)NR19r20, -NR19r20, -NR19(CO)R20, -NR19(C0)0R 21 , 
-NR19(CO)NR20r25. -NR19sQ9R21 , -COOR19, -CONR19r20, -COR19, 
-SO £ NR19r20 < S(Q)q-2R 21 . ■Q(CH9 )i-in -COORl9, -O(CH 9>i^ CONR19r20, 
-(Ci-Cr alkvlene)-COOR 1 9, -CH=CH-COOR 19 . -CF a , -CN. -NO9 and halogen: 

Rl5 anc j r17 are independently selected from the group consisting of -OR19, 
-Q(CO)R 1 9, -0(C0)0R21 and -O(CO)NR19r20 : 

R 1 6 and R 18 are independently selected from the group consisting of H. 
(Ci^Cf Oalkvl and arvl; or R 15 and R 1 6 together are =Q, or R 17 and R 18 together 
are =Q; 

d is 1. 2 or 3; 

h is 0, 1, 2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; 
provided that at least one of s and t is 1. and the sum of m, n. p. s and t is 1-6; 
provided that when p is 0 and t is 1 , the sum of m, s and n is 1-5; and 
provided that when p is 0 and s is 1 , the sum of m, t and n is 1-5; 
v is 0 or 1 ; 

i and k are independently 1-5. provided that the sum of i. k and v is 1-5; 

R15 

-X r (C) v -Y k -S(O) 0 _ 2 - 
and when Q is a bond and R 1 is , Ar 1 can also be 

pyridvl, isoxazolvl. furanvl. pyrrolvl, thienvl. imidazolvl, pyrazolvL thiazolvl. pyrazinvl, 
pyrimidinyl or pyridazinyl; 

R19 and R20 are independently selected from the group consisting of H. 
(Ci-Cfi )alkvl. arvl and arvl-substituted (C i-Cfi )alkvl; 
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R 21 is (C i-Cfi )alkvl. arvl or R 24 -substituted arvl: 

R 22 is H. (C i-Cfi )alkvl. arvl (C i-Cfi )alkvl. -C(Q)R19 or-COORl9: 

R 23 and R 24 are independently 1-3 groups independently selected from the 
group consisting of H. (C i-Cfi )alkvl. (C ^-C g)alkoxv. -COOH. NO?. 

-NR 19 R 20 . -OH and halogeno: and 

R 25 is H. -OH or (C i-Cfi )alkoxv: and 

(h) Formula (IX): 



or a pharmaceutical^ acceptable salt or solvate thereof, wherein in Formula (IX): 

R 1 is selected from the group consisting of H. G, G 1 . G 2 . -SO a H and -PQaH; 

G is selected from the group consisting of: H. 




XIX) 
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wherein R. R a and R b are each independently selected from the group 

consisting of H. -OH. halo. -NH ? . azido. (C i^Cf Oalkoxv(C i-Cfi )alkoxv or -W-R 30 : 

W is independently selected from the group consisting of 

-NH-C(O)-. -O-C(O)-. -0-C(0)-N(R31 -NH-C(Q)-N(R 3 'h- and 
-0-C(S)-N(R31)-; 

R 2 and R 6 are each independently selected from the group consisting of H. 

(Ci-Cf Oalkvl. acetyl, arvl and arvl(C^ -C g)alkvl: 

R3. r4, r5, r7, R3a anc | R4a are each independently selected from the 

group consisting of H. (C i-Cfi )alkvl. acetyl. arvl(C i-Cfi )alkvl. -C(Q)(C i-Cfi )alkvl and - 
C(Q)arvl: 

R30 is independently selected from the group consisting of 

R32-substituted T. R32. S ubstituted-T-(C i-Cfi )alkvl. R32. su bstituted-(C2 -C4. telkenvl. 
R32-substituted-(C _i-CR )alkvl. R32- S ubstituted-(C 3 -C7)cvcloalkvl and R 3 2- 
su bstituted-( C 3 -C7 tovcloal kvl ( C ^ -Cfi )al kvl ; 
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R31 is independently selected from the group consisting of H and (C i- 



C4 )alkvl; 



T is independently selected from the group consisting of phenyl, furvl, thienvl. 

pyrrolyl, oxazolvl, isoxazolvl, thiazolvl, isothiazolvl, benzothiazolvl, thiadiazolvl, 
pvrazolyl, imidazolvl and pyridvl; 

R 32 is independently selected from 1-3 substituents which are each 

independently selected from the group consisting of H, halo, (C^ -C4 )alkvl, -OH, 
phenoxy, -CF s , -NO ? , (C ^ -C 4 )alkoxv, methvlenedioxy. oxo, (C i-C4 )alkvlsulfanvl t 
(C^-C4 )alkvlsulfinvl, (C^ -C4 )alkvlsulfonvl. -N(CH^ )9 , -C(Q)-NH(C ^-C4 )alkvl, -C(O)- 
N((C i^-C4 )alkvl)2, -CfOMC i^-CA telkvl. -CfOHC vCj. telkoxv and pyrrolidinvlcarbonvl; 

or R 32 is a covalent bond and R31 . the nitrogen to which it is attached and R32 f or m 
a pyrrolidinyl, piperidinyl, N-methyl-piperazinvl, indolinvl or morpholinyl group, or a 
(Ci ^C4)alkoxycarbonyl-substituted pyrrolidinyl, piperidinyl, N-methvlpiperazinvl, 
indolinvl or morpholinyl group; 
G 1 is represented by the structure: 



wherein R is independently selected from the group consisting of unsubstituted 
alkvl, R 34 -substituted alkvl. (R 35 )(R 36 )alkvl-, 




or 



H 2 N 
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R 34 is one to three substituents, each R 34 being independently selected from 
the group consisting of HOOC-. HO-. HS-. (CH g )S-. H?N-. (NHgVNH)C(NHK 
(NH^CfO)- and HOOCCHfNH^CH^SS-; 

R 35 is independently selected from the group consisting of H and NH?-; 

R 36 is independently selected from the group consisting of H. unsubstituted 
alkvl. R 34 -substituted alkvl. unsubstituted cvcloalkvl and R 34 -substituted cycloalkyl; 

G 2 is represented by the structure: 



CH R 



wherein R 37 and R 38 are each independently selected from the group consisting of 
(Ci-Cg)alkvl and aryl; 

R 26 is one to five substituents, each R 26 being independently selected from 
the group consisting of: 

a) Hi 

b) =QhL 

fi) rOCHa; 

d) fluorine; 

e) chlorine: 

D -O-G: 

9) -O-G 1 ; 

tQ -O-G 2 : 

i) -SOgH; and 
D =PQ3H: 

provided that when R 1 is H, R 26 is not H, -OH. -OCH* or -O-G; 

Ar 1 is aryl. R 1Q -substituted aryl. heteroarvl or R 1 Q-substituted heteroarvl; 

Ar 2 is aryl. Rj 1 -substituted arvl, heteroarvl or R 1 1 -substituted heteroarvl: 
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L is selected from the group consisting of: 

a) a covalent bond; 

b) -(CHAj-. wherein g is 1-6; 

c) -(CHgVE-fChby. wherein E is -Q-, -C(OK phenvlene, -NR 22 - or 
-S(Ob-, e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6; 

d ) -( C?-Cg)alkenvlene-; 

e) -(CHg)fV-(CHg)g-. wherein V is Cg-Cgcvcloalkylene, f is 1-5 and 
g is 0-5, provided that the sum of f and g is 1-6; and 

D 




wherein M is -Q-. -S-. -SfO)- or-S(O)?-; 

X. Y and Z are each independently selected from the group consisting of 

-CH?-. -CH(C r C fi)alkvl- and -C(di-(C i-C fi)alkvn-; 

R 8 is selected from the group consisting of H and alkvl; 

R 10 

and Rl 1 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of 
(Ci-Cg )alkvl. -ORl9 -Q(C0)R19, -0(C0)0R21 , -0(CH9 ) 1-50R 19 - - 
O(CO)NR19r20, -NR19r20, -NR19(cO)R20, -NR19(cQ)QR21 , 
-NR19(CO)NR20r25. -NR19sO£R21, -COOR19, -CONR19R20, -COR19, _ 

SO9NR19r20. S(Q)Q-2R 21 . -0(CH2)1-10-COOR19, -Q(CH 2 )1-1QCONR19r20, . 
(Ci-Cr alkvlene)-COORl9, -CH=CH-COORl9, -CF 3 . -CN. -NO? and halo: 

R 15 and R 17 are each independently selected from the group consisting of 
-OR 19 . -OC(Q)R 19 . -OC(Q)OR 21 . - OC(Q)NR 19 R 20 : 
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R 16 and R 18 are each independently selected from the group consisting of H. 

(C i-Cfi)alkvl and aryl; 

or R 15 and R 16 together are =Q. or R 17 and R 18 together are =Q; 

d is 1, 2 or 3; 

h is 0. 1, 2. 3 or 4: 

s is 0 or 1; 

t is 0 or 1 ; 

m, n and p are each independently selected from 0-4; 

provided that at least one of s and t is 1, and the sum of m, n, p. s and t is 1-6; 

provided that when p is 0 and t is 1 , the sum of m, n and p is 1-5; and provided that 
when p is 0 and s is 1 , the sum of m, t and n is 1-5; 
v is 0 or 1; 

i and k are each independently 1-5, provided that the sum of L k and v is 1-5; 

Q is a bond, -(CH ?)r p wherein g is 1-6. on with the 3-position ring carbon of 

the azetidinone. forms the spiro group 



Rl3 and Rl4 are each independently selected from the group consisting of 
-CH9-. -CH(C i-Cfi alkvlV. -C(di-(C i-Cfi ) alkvl). -CH=CH- and -C(C ^-Cfi alkvl)=CH-; 

or Rl2 together with an adjacent R 13 , or R 12 together with an adjacent R 14 . form a - 
CH=CH- or a -CH=C(C i^-Cr alkvl)- group; 




wherein R^ 2 i 



is 



-CH-, -C(C r C 6 alkyl)-, -CF-, 



■C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NO' ; 
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a and b are each independently 0, 1 , 2 or 3, provided both are not zero; 

provided that when R 1 3 is -CH=CH- or -C(CH -Cfi alkvl)=CH~. a is 1 ; provided that 
when R 14 is -CH=CH- or -C(C i-C g alkvn=CH-. b is 1 : provided that when a is 2 or 
3, the R 13 's can be the same or different: and provided that when b is 2 or 3, the 
R 14 's can be the same or different: 

and when Q is a bond and L is 

R 15 
I 

Xj (C) v — Y k S(0)o_ 2 

R 16 



then Ar 1 can also be pyridvl, isoxazolvl, furanvl. pyrrolyl, thienvl. imidazolvL pyrazolyl, 
thiazolvl. pyrazinvl, pyrimidinvl or pyridazinyl: 

R 19 and R 20 are each independently selected from the group consisting of H. 
(Ci^Cfi )alkvl. arvl and arvl-substituted (C i^Cfi )alkvl: 

R 21 is (C ^-Cfi telkvl. arvl or R 24 -substituted arvl: 

R 22 i S h, (C i-Cfi )alkvl. arvl (C i^C gtelkvl. -C(Q)R19 or -COOR19: 

R 23 and R 24 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of H, 
(C^-Cfi )alkvl. (C^ -Cfi telkoxv. -COOH. NP9. -NR19r20, -OH and halo: and 

R 2 5 is H, -OH or (C ^-Cfi )alkoxv. 
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25. (Currently Amended) A composition comprising: (a) at least one 
sterol absorption inhibitor or a pharmaceutical^ acceptable salt or solvate thereof 
and (b) at least one other agent useful for the treatment of an autoimmune disorder 
wherein the at least one sterol absorption inhibitor is selected from the group 
consisting of sterol absorption inhibitors represented by the following Formulae: 



(a) Formula (I): 



R R 2 



Ar 1 -X m -(C) q -Y n -(C) r -Z p Ar 3 



>1 U 
R R 



^ K 

° flj 



or a pharmaceuticallv acceptable salt thereof or a solvate thereof, 
wherein: 

1 2 

Ar and Ar are independently selected from the group consisting of aryl and 

4 

R -substituted aryl; 

3 5 

Ar is aryl or R -substituted aryl; 

X, Y and Z are independently selected from the group consisting of 
-CH ? -. -CHdower alkvl)- and -C(dilower alkvl)-: 

2 6 

R and R are independently selected from the group consisting of -OR , 
-Q(CO)R 6 -Q(CO)OR 9 and -0(CO)NR 6 R 7 : 

1 3 

R and R are independently selected from the group consisting of hydrogen, 
lower alkvl and aryl; 
g is 0 or 1; 
r is 0 or 1 ; 

m, n and p are independently selected from 0. 1 . 2, 3 or 4; provided that at 
least one of g and r is 1 , and the sum of m, n, p. g and r is 1 , 2, 3, 4, 5 or 6; and 
provided that when p is 0 and r is 1 , the sum of m, g and n is 1 , 2. 3, 4 or 5; 
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R 4 is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -CXChU^OR 6 . -Q(CO)NrV. 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO£R 9 . -COOR 6 . 
-CQNR 6 R 7 . -COR 6 . -SQ . NrV. S(Q) qo R 9 . -O^CH o ^-COOR 6 . 
-Q(CH g ) 1J oCONR 6 R 7 . -dower alkvlene)COOR 6 . -CH=CH-COOR 6 . -CF 3 . -CN. 
-NQ 2 and halogen; 

5 

R is 1-5 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 -OfCH^OR 6 . -Q(CO)NR 6 R 7 . -NR 6 R 7 . 
-NR 6 (CO)R 7 , -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 , -NR 6 SO g R 9 . -COOR 6 . -CONR 6 R 7 . 
-COR 6 . -SQ 2 NR 6 R 7 . S(Q)^ o R 9 . -OfCH o ^-COOR 6 . ■Q(CH g ) 1J fl CONR 6 R y . 

6 6 

-dower alkvlene)COOR and -CH=CH-COOR : 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. aryl and aryl-substituted lower alkvl; and 

9 

R is lower alkvl. arvl or aryl-substituted lower alkvl; 
(b) Formula (III): 

R 1 

Ar 1 -A-Y r C-Z PX 
R 2 ■ 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (III) above: 

1 3 

Ar is R -substituted arvl; 

2 4 

Ar is R -substituted arvl; 

3 5 

Ar is R -substituted arvl; 

Y and Z are independently selected from the group consisting of -CH 2 -. 
-CHflower alkvl)- and -C(dilower alkvl)-; 



Ar 3 



-N 



N 



Ar 2 
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A is selected from -Q-. -S-. -S(OV or -SfOW : 

1 6 6 9 

R is selected from the group consisting of -OR . -Q(CO)R . -Q(COK)R and 

6 7 2 

-Q(CO)NR R : R is selected from the group consisting of hydrogen, lower alkvl and 

1 2 

arvl; or R and R together are =Q; 
g is 1. 2 or 3; 
p is 0. 1, 2. 3 or 4: 

5 

R is 1-3 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 , -Q(CO)OR 9 . -OrCH^OR 9 , -Q(CO)NR 6 R 7 . -NrV. -NR 6 (CO)R 7 , 
-NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO g -lower alkvl. -NR 6 SQ 2 -arvl. -CONR 6 R 7 . - 
COR 6 . -SQ 2 NR 6 R 7 . S(Oy,-alkvl. SfO^-arvl. -OrChl V ^-COOR 6 . -Q(CH 2 ) L 

6 7 

1 0 CONR R . o-halogeno. m-halogeno. o-lower alkvl. m-lower alkvl. -dower alkvlene)- 

COOR 6 . and 

-CH=CH-COOR 6 : 

3 4 

R and R are independently 1-3 substituents independently selected from the 

5 

group consisting of R . hydrogen, p-lower alkvl, arvl. -NOo, -CF 3 and p-halogeno; 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. arvl and aryl-substituted lower alkvl; and 

g 

R is lower alkvl. arvl or aryl-substituted lower alkvl; 



(c) Formula (IV): 

Ar 1 -R 1 -Q. 



R 19 



i!V) 

or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (IV) above: 
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A is selected from the group consisting of R -substituted heterocvcloalkvl, R - 

2 2 

substituted heteroarvl. R -substituted benzofused heterocvcloalkvl, and R - 
substituted benzofused heteroarvl: 

1 3 

Ar is arvl or R -substituted aryl; 

2 4 

Ar is arvl or R -substituted arvl: 
Q is a bond or, with the 3-position ring carbon of the azetidinone. forms the 

"R|— (R 6 )a 

spiro group v Jb ; and 

R 1 is selected from the group consisting of: 

-(CH 2 ) g -, wherein g is 2-6, provided that when Q forms a spiro ring, g 

can also be zero or 1 : 

-(CH o ) £ -G-(CH o) £ -, wherein G is -Q-, -C(OK phenvlene, -NR 8 - or 
-S(Q)q ^- . e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6: 

-(C 2 -C 6 alkenvlene)-: and 

-(CH 2 ) r V-(CH 2 ) g -, wherein V is C 3 -C 6 cvcloalkvlene. f is 1-5 and g is 0- 

5, provided that the sum of f and g is 1-6: 

5 

R is selected from: 

ll ll l I J 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 9 )-,-N-, or- + NCT ; 

6 7 

R and R are independently selected from the group consisting of 
-CH r . -CH(C .,-C £ alkvIK -Crdi-^^ -C g) alkvl). -CH=CH- and 

5 6 5 

•C(C ^C q alkvl)=CH-: or R together with an adjacent R , or R together with an 

adjacent R 7 , form a -CH=CH- or a -Ch^CfC^ -C g alkvl)- group: 

a and b are independently 0 t 1 , 2 or 3. provided both are not zero: provided 
that when R 6 is -CH=CH- or -CfC^ C g alkvl)=CH-. a is 1: provided that when R 7 is 
-CH=CH- or -CrC i-C g alkvl)=CH-, b is 1 : provided that when a is 2 or 3. the R% can 

be the same or different: and provided that when b is 2 or 3, the R 7, s can be the 
same or different: 
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and when Q is a bond. R 1 also can be selected from: 



R io R 12 R 10 R 10 

HVI-Y d -C-Z h -,-X m -(C) s -Y n -(C) t -Z p - or - Xj -(C) v -Y k -S(0)o_ 2 -; 

R 11 R 13 Rii R^ 

where M is -Q-. -S-. -S(O)- or -S(Q) 2 -: 

X. Y and Z are independently selected from the group consisting of 
-CH r . -CH(C .,-C g alkvl)- and -C(dKC .,-C g) alkvl); 

R 1 ° and R 12 are independently selected from the group consisting of 
-OR 14 . -Q(CO)R 14 . -CXCOVDR 16 and -Q(CO)NR 14 R 15 ; 

11 13 

R and R are independently selected from the group consisting of 
hydrogen, (C 1 ^C 6 )alkyl and arvl: or R 1 ° and R 11 together are =Q, or R 12 and R 13 
together are =Q; 

d is 1, 2 or 3; 

h is 0, 1, 2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m, n and p are independently 0-4; provided that at 
least one of s and t is 1 . and the sum of m. n. p. s and t is 1-6: provided that when p 
is 0 and t is 1 , the sum of m, s and n is 1-5; and provided that when p is 0 and s is 1 , 
the sum of m, t and n is 1-5; 

v is 0 or 1; 

i and k are independently 1-5, provided that the sum of i, k and v is 1-5; 

2 

R is 1-3 substituents on the ring carbon atoms selected from the group 
consisting of hydrogen, (C ^C ^alkvl. (C o-C ^alkenyl, (C o-C ± o)alkvnvl 1 

17 17 

(C 3 -C 6 )cvcloalkvl i (C^-Cgtovcloalkenvl, R -substituted arvl, R -substituted benzyl, 

17 17 14 15 

R -substituted benzvloxv. R -substituted arvloxv. halogeno. -NR R . 
NR 14 R 15 (C -,-C g alkvlene)-. NR 14 R 15 C(0)(C .,-C s alkvleneK-NHC(Q)R 16 . 
OH. C -,-C g alkoxv. -OC(Q)R 16 . -COR 14 . hvdroxv(C 1 -C g)alkvl. (C 1 -C g)alkoxv(C 1 - 
C gtelkvl, NO o . -S(Q) qo R 16 . -SQ 2 NR 14 R 15 and -(C .,-C e alkvlene^COOR 14 '. when R 2 is a 
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°\ (CH 2 )i- 2 

substituent on a heterocvcloalkvl ring, R is as defined, or is =Q or Q ; 

and, where R 2 is a substituent on a substitutable ring nitrogen, it is hydrogen, 
(Oi-Cg telkvl, arvl, (C ^C ^alkoxv, arvloxv, (C ^C ^alkvlcarbonvl. arvlcarbonvl. hydroxy. 

-(CH .Y gCONR R , 

9 R 18 

^ - x> 

^(CH 2 ) 0 .4 ■ 
18 

wherein J is -Q-. -NH-. -NR - or -CHU -; 

R 3 and R 4 are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (C j -Cgtelkvl. 

-OR 14 . -0(CO)R U -CKCOIOR 16 , -OrCH^OR 14 . -Q(CO)NR 14 R 15 . -NR 14 R 15 . 

-NR 14 rCO)R 15 . -NR 14 (CO)OR 16 . -NR 14 (CoW 5 R 19 . -NR 14 SQ9R 16 . -COOR 14 . 

-CONR 14 R 15 . -COR 14 . -SO£NR 14 R 15 . S(Oy , R 16 . -OfCH .y ^COOR 14 . 

-OrCH. ^CONR 14 ^ 5 . -(C .,-C a alkvleneVCOOR 14 . -CH=CH-COOR 14 . -CF 3 . -CN. - 

NO o and halogen; 

R 8 is hydrogen. (C .,-C g)alkvl. arvl (C .,-C gtelkvl. -C(Q)R 14 or -COOR 14 ; 

9 17 

R and R are independently 1-3 groups independently selected from the 
group consisting of hydrogen, (C r C fl )alkvl. (C ^C ^alkoxv. -COOH. NO o. 

-NR 14 R 15 . OH and halogeno: 

14 15 

R and R are independently selected from the group consisting of 
hydrogen. (C 1 -C 6 )alkvl. arvl and arvl-substituted (C^ -C gtelkvl: 

16 17 

R is (C^C^alkvl. arvl or R -substituted arvl; 
R 18 is hydrogen or (C ^C gtolkvl: and 

19 

R is hydrogen, hydroxy or (C ^C ^alkoxv; 
(d) Formula (V): 
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R 
l 



ArV ^,(C) q ^ ^(0) r 

Xm | 1 Y n 



Ar 2 



-N 



N Ar 3 



or a pharmaceuticallv acceptable salt thereof or a solvate thereof, wherein, in 

Formula (V) above: 

1 10 

Ar is arvl, R -substituted arvl or heteroaryl; 

2 4 

Ar is arvl or R -substituted arvl; 

3 5 

Ar is arvl or R -substituted arvl; 

X and Y are independently selected from the group consisting of -CH 2 -, 

-CHflower alkvl)- and -Cfdilower alkvl)-; 

R is -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 or -Q(CO)NR 6 R 7 ; R 1 is hydrogen, lower 
1 

alkvl or arvl; or R and R together are =Q; 
g is 0 or 1 ; 
r is 0. 1 or 2; 

m and n are independently 0, 1 , 2, 3, 4 or 5; provided that the sum of m, n 
and g is 1. 2. 3. 4 or 5; 

R 4 is 1-5 substituents independently selected from the group consisting of 
lower alkvl, -OR 6 -0(CO)R 6 -Q(CO)OR 9 . -OfCH^OR 6 -Q(CO)NR 6 R 7 , 
-NR 6 R 7 , -NR 6 (CO)R 7 , -NR 6 (CO)OR 9 , -NR 6 (CO)NR 7 R 8 . -NR 6 SO?R 9 -COOR 6 . 
-CONR 6 R 7 . -COR 6 , -SO . NrV, SfO^R 9 . -OfCH .y ^-COOR 6 
-O(CH 2 ) 1 . 1 0 CONR 6 R 7 , -dower alkvlene)COOR 6 and -CH=CH-COOR 6 ; 

R 5 is 1-5 substituents independently selected from the group consisting of 
-OR 6 , -OfCO)R 6 . -Q(CO)OR 9 -OrCH o ^OR 6 , -Q(CO)NR 6 R 7 . -NR 6 R 7 . -NR 6 (CO)R 7 . 
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-NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SOoR 9 . -CQOR 6 . -CONrV. -COR 6 , - 
S0 2 NR 6 R 7 . S(Q)q o R 9 . -OrCH^-COOR 6 . -OfCH gV ^CONRV. -CF 3 . -CN. -NO ,. 
halogen. 

-dower alkvlene)COOR 6 and -CH=CH-COOR 6 ; 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. arvl and arvl-substituted lower alkvl; 

g 

R is lower alkvl. arvl or arvl-substituted lower alkvl: and 

R 1 ° is 1-5 substituents independently selected from the group consisting of 

lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -Q(CH, Vg OR 6 -Q(CO)NR 6 R ? . 

-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO g R 9 -CQOR 6 . 

-CONRV. -COR 6 . -S0 5 NR 6 R 7 . -S(Q) q, R 9 . -OfCK^-COOR 6 
-Q(CH 2 ) 1J oCONR 6 R 7 . -CF 2 . -CN. -NO g and halogen; 



(e) Formula (VI): 



R 4 

X Ri-(R 2 )v A / R2 ° 
(R 3 )u- 



<y R21 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein: 
Rjjs 

-CH-, -Cflower alkvl)-, -CF-, -C(OH)-, -C(C 6 H 5 )-, -C(C 6 H 4 -R 15 )-, 
-N- or - NO" ; 



R? and R 3 are independently selected from the group consisting of: 
-CH9-. -CHdower alkvl)-. -Cfdi-lower alkvl)-. -CH=CH- and -Cflower alkvl)=CH-: or 
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together with an adjacent R9. or Ri_ together with an adjacent R a . form a 
-CH=CH- or a -CH=C(lower alkvl)- group: 

u and v are independently 0. 1 a 2 or 3. provided both are not zero; provided 
that when R? is -CH=CH- or -Cflower alkvl)=CH-. v is 1 : provided that when R a is 
-CH=CH- or -Cflower alkvl)=CH-. u is 1 ; provided that when v is 2 or 3. the R 9 's can 
be the same or different; and provided that when u is 2 or 3, the R r Vs can be the 

same or different; 

Rd is selected from B-(CH9 )m C(Q)-. wherein m is 0. 1 . 2. 3. 4 or 5; 
B-fCH gV] -. wherein g is 0. 1 . 2. 3. 4. 5 or 6; 

B-(CH9)g -Z-(CH9 ) r . wherein Z is -Q-. -0(0)-, phenvlene. -N(R a )- or -S(Q) n-9 -. e is 

0. 1 , 2. 3. 4 or 5 and r is 0, 1 , 2. 3. 4 or 5. provided that the sum of e and r is 0. 1 , 2, 
3. 4. 5 or 6; 

B-(C? -Cfi alkenvlene)-; 
B-(C 4-Cfi alkadienvlene)-: 

B-(CH9)t-Z-(C9-Cg alkenvlene)-. wherein Z is as defined above, and wherein t is 0, 

1 , 2 or 3, provided that the sum of t and the number of carbon atoms in the 
alkenvlene chain is 2. 3. 4. 5 or 6; 

B-(CH9) f-V-(CH£ V p wherein V is C s-Cft cvcloalkvlene. f is 1 , 2, 3. 4 or 5 and q is 0, 

1 , 2, 3, 4 or 5, provided that the sum of f and g is 1 . 2. 3. 4. 5 or 6: 
B-(CH 9) t-V-(C9 -Cfi alkenvlene)- or 

B-(C 9-Cfi alkenvlene)-V-(CH 9) t-. wherein V and t are as defined above, provided 
that the sum of t and the number of carbon atoms in the alkenvlene chain is 2. 3. 4. 5 
or 6: 

B-(CH9)a -Z-(CH9 )h -V-(CH9 )H -, wherein Z and V are as defined above and a. b and 
d are independently 0. 1 . 2. 3. 4. 5 or 6, provided that the sum of a. b and d is 0. 1 , 2. 
3. 4. 5 or 6; or T-(CH9 )g -. wherein T is cvcloalkvl of 3-6 carbon atoms and s is 0. 1 , 

2. 3. 4. 5 or 6; or 

I 

Ri^ and Rd together form the group B-CH=C- ; 

B is selected from indanvl. indenvl. naphthvl. tetrahvdronaphthvl. heteroaryl or 
W-substituted heteroarvl. wherein heteroarvl is selected from the group consisting of 
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pyrrolvl. pvridinvl. pyrimidinyl, pyrazinyl. triazinyl, imidazolyl. thiazolyl. pyrazolyl, 
thienvl. oxazolvl and furanvl. and for nitrogen-containing heteroarvls. the N-oxides 
thereof, or 



W is 1 to 3 substituents independently selected from the group consisting of 
lower alkvl. hydroxy lower alkvl, lower alkoxv. alkoxvalkvl, alkoxvalkoxv, 
alkoxvcarbonvlalkoxv. (lower alkoxviminoVlower alkvl. lower alkanediovL lower alkvl 
lower alkanediovl. allvloxv. -CF s . -OCF a . benzyl. R 7 -benzvl. benzvloxv. 
R7 -benzvloxv. phenoxv. R 7 -phenoxv. dioxolanvl. NQ9.-N(R ft KR Q ). N(R ft )(R g)-lower 
alkvlene-. N(R ft)(RQ )-lower alkvlenvloxv-. OH. halogeno. -CN, -N 3 . -NHC(Q)OR im. 
-NHC(Q)R in. R11O9 SNH-, (Rj hQ9S)9 N-. -S(Q)9NH 9 . -SfOV vgRft . tert- 
butvldimethvl-silvloxvmethvl. -C(Q)R i9 . -COOR iq . -CON(R ft )(R Q). - 
CH=CHC(Q)R i9 . -lower alkylene-C(Q)R i9. Rin CfOWower alkvlenvloxv)-. 



carbon atoms, 

and the substituents on the substituted heteroarvl ring nitrogen atoms, when present, 
are selected from the group consisting of lower alkvl. lower alkoxv. -C(Q)OR in, 
-C(Q)R in . OH. N(R ft )(R Q )-loweralkvlene-.N(R ft )(R Q VIower alkvlenvloxv-. - 
S(Q)9NH9 and 2-(trimethvlsilvl)-ethoxvmethvl; 

R7 is 1-3 groups independently selected from the group consisting of lower 
alkvl. lower alkoxv. -COOH. NO 9 . -N(R ft )(R g ). OH. and halogeno; 

Rft and R q are independently selected from H or lower alkvl; 

Rio is selected from lower alkvl. phenyl. R 7 -phenvl. benzyl or R 7 -benzvl; 

Rij [ is selected from OH. lower alkvl. phenyl, benzyl. R 7 -phenvl or R 7 -benzvl; 

R19 is selected from H. OH. alkoxv. phenoxv. benzvloxv. 




N(R ft )(R Q )C(Q)(lower alkvlenvloxv)- and 



- ch 2 - ^R 13 



for substitution on ring 



-N s / Ri3 



, -N(R ft )(R Q ). lower alkvl. phenyl or R 7 -phenvl; 
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Ri3 is selected from -Q-. -CH?-. -NH-. -Ndower alkvh- or -NC(Q)R iq; 

Rlfi. Rlfi and R 17 are independently selected from the group consisting of H 
and the groups defined for W: or R i g is hydrogen and R ifi and R i7 . together with 
adjacent carbon atoms to which they are attached, form a dioxolanyl ring; 

R19 is H. lower alkvl. phenyl or phenyl lower alkvl; and 

R2Q and R9± are independently selected from the group consisting of phenyl. 
W-substituted phenyl, naphthvl. W-substituted naphthvl. indanvl. indenvl. 
tetrahvdronaphthvl. benzodioxolvl. heteroarvl. W-substituted heteroarvl. benzofused 
heteroarvl. W-substituted benzofused heteroarvl and cvclopropvl. wherein heteroarvl 
is as defined above; 



ffl Formula (VI IA) or (VI IB): 



or 



B" — D 





or a pharmaceuticallv acceptable salt or solvate thereof, 
wherein: 

A is -CH=CH-. -C=C- or -(CH?^- wherein p is 0. 1 or 2: 
B is 



(VI I A) 



(VIIB) 
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B' is 




D is -(CH9 )m C(Q)- or -(CH 9 wherein m is 1 , 2. 3 or 4 and a is 2, 3 or 4; 

E is C in to C9 0 alkvl or -C(OHC q to C iQ Valkvl. wherein the alkvl is straight 
or branched, saturated or containing one or more double bonds; 

R is hydrogen. Cj^Cl5 alkvl. straight or branched, saturated or containing one 
or more double bonds, or B-(CH9 ) r -. wherein r is 0. 1 . 2. or 3; 

Ril R9. R3. Rr , R 9 \ and R rv are independently selected from the group 
consisting of hydrogen, lower alkvl. lower alkoxv, carboxv. NQ9, NH9. OH. halogeno, 
lower alkvlamino. dilower alkvlamino. -NHC(Q)OR fi. Rfi OgSNH- and -S(Q) 9NH9; 

R4JS 



wherein n is 0. 1. 2 or 3; 

Rfi is lower alkvl; and 

Rr is OH. lower alkvl. phenyl, benzyl or substituted phenyl wherein the 
substituents are 1-3 groups independently selected from the group consisting of 
lower alkvl. lower alkoxv. carboxv. NO9, NH 9 . OH. halogeno. lower alkvlamino and 
dilower alkvlamino; 




(Si 



Formula (VIII): 
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O-G 



MiD 

or a pharmaceutically acceptable salt thereof or a solvate thereof, wherein, in 
Formula (VIII) above. 

R26 i s h or QG1; 

G and G 1 are independently selected from the group consisting of 

oj^or 4 gtPj or 4 o^° R7 

H -O'-'IOR 3 , -0""OR 3 . -CH 2 ^J-'lOR 5 

~" ~\o 2 r 2 ° ~\h 2 qr 6 qr3 OR 4 

OR 3a 
RteQ, 1 .R 



... X* 



and * o \j *■ 

R 4 QV' v v/ provided that when R^ b is H or 



^O^CH 2 R J 



OH. G is not H; 

R. R a and R p are independently selected from the group consisting of H. -OH. 

halogeno. -NHg. azido. (C i-Cfi )alkoxv(C> [-Cfi Valkoxv or -W-R 30 ; 

W is independently selected from the group consisting of -NH-C(O)-. -O-C(O)- 

. -0-C(0>N(R 31 K -NH-C(0)-N(R31)- and -0-C(S)-N(R 3 "h-: 

R 2 and R6 are independently selected from the group consisting of H. 

(Ci^-Cg talkvl. arvl and arvl(C ^-Cfi )alkvl: 

R 3 . r4, r5, r7 R3a an( j p4a are independently selected from the group 

consisting of H. (C i^-Cfi )alkvl. arvKC^ -Cfi telkvl. -CfOKC^ -Cfi telkvl and 
-C(Q)aryl; 

R 30 is selected from the group consisting of R 32 -substituted T. 
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R^-substituted-T-fC i^Cfi telkvl. R 32 -substituted-(C 9-C4 : )alkenvl, 
R 32 -substituted-(C ^Cfi )alkvL R 32 -substituted-(C 3 -C7)cvcloalkvl and 
R32, S ubstituted^C^C7)cvcloalkvl(C ^-Cfi )alkvl; 

R 31 is selected from the group consisting of H and (C i^Ca telkvl; 

T is selected from the group consisting of phenyl furvl. thienvl. pyrrolvl. 

oxazolvl. isoxazolvl. thiazolvl. iosthiazolvl. benzothiazolyl. thiadiazolvl. pyrazolvl. 
imidazolyl and pyridvl; 

R 32 is independently selected from 1-3 substituents independently selected 

from the group consisting of halogeno. (C i-C4 )alkvl. -OH, phenoxy, 
-CF 3 . -NO?. (C i^Cz Oalkoxv. methvlenedioxv. oxo, (C^ -C4. )alkvlsulfanvl, 
fCi^-Cd telkvlsulfinvl, (C^ -Ca telkvlsulfonvl. -NfCH ato . -CfOVNHfC i^CA telkvl, 
-C(Q)-N((C ^-C4. )alkvl)9. -C(OHC i-CA telkvl. -CfOHC i^Ca telkoxv and 
pyrrolidinvlcarbonvl: or R 32 is a covalent bond and R 31 . the nitrogen to which it is 
attached and R 32 form a pyrrolidine, piperidinvL N-methvl-piperazinyl. indolinvl or 
morpholinvl group, or a (C i-C4 )alkoxvcarbonvl-substituted pvrrolidinvL piperidinvL 
N-methvlpiperazinvL indolinvl or morpholinvl group; 
Ar 1 is arvl or R 10 -substituted arvl; 

Ar 2 is arvl or R 1 1 -substituted arvl; 
Q is a bond or, with the 3-position ring carbon of the azetidinone, 



R 1 is selected from the group consisting of 

-(CH gV p wherein g is 2-6, provided that when Q forms a spiro ring, g 

can also be zero or 1 ; 

-(CHpWE-fCHgV-. wherein E is -Q-. -C(OK phenvlene, -NR 22 - or 
-S(Q)q-2-. e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6; 

-(C? -Cfi )alkenylene-; and 
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-(CH9 ) f-V-(CH9 V j-. wherein V is C 3-Cfi cvcloalkvlene. f is 1-5 and a is 

0-5. provided that the sum of f and q is 1-6; 
Rl2j s 

II ii I „ I I 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or - + NO" ; 

R 13 and R 14 are independently selected from the group consisting of -CH9-. 
-CH(C i-Cfi alkvlV. -C(di-(C i-C ffi alkvH. -CH=CH- and 

-C(Ci-Cr alkvn=CH-: or R 12 together with an adjacent R 13 . or R 12 together with an 
adjacent R 14 . form a -CH=CH- or a -CH=C(C i-Cfi alkvl)- group; 

a and b are independently 0. 1 . 2 or 3. provided both are not zero; 
provided that when R 13 is -CH=CH- or -CfC^ -Cfi alkvn=CH-. a is 1 ; 
provided that when R 14 is -CH=CH- or -C(C i-Cr alkvH=CH-. b is 1 : 
provided that when a is 2 or 3. the R 13 's can be the same or different; and 
provided that when b is 2 or 3. the R 14 's can be the same or different; 
and when Q is a bond. R 1 also can be: 

R 15 R 17 R 15 R 15 
-M-Yd-C-Zh-, -X m -(C) s -Y n -(C) t -Z p - or -X r (C) v -Y k -S(O) 0 . 2 -; 
R^ R 18 R 16 Rie 

M is -Q-. -S-. -S(QV or -S(Q)9 -; 

X. Y and Z are independently selected from the group consisting of -CH?-. 
-CH(C i-Cg telkvl- and -C(di-(C i-Cfi )alkvn; 

R 10 and R 1 1 are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of 
(Ci-Cf Oalkvl. -OR19. -0(CO)R 1 9 -OtCO)OR 2 1 . -OfCHg Vl-S OR 19 , 
-O(CO)NR19r20, -NR19r 2 0. -NR 1 9(CO)R 20 . -NR 1 9(CO)OR 21 . 
-NR19(CO)NR 2 0r 2 5, -NR19sq Z R 2 1. -COOR19. -CONR19r20, -C0R19, 
-SO9NR19r20, S(Q) Q-2 R 21 . -Q(CH 2)l£in -COORl9. -O(CH£ Vi-in CONR''9R20 - 
-(Ci^-Cr alkvlene)-COORl9, -CH=CH-COORl9, _CF 3 . -CN. -NQ9 and halogen; 
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R 15 and R 17 are independently selected from the group consisting of -OR 19 , 
-Q(CO)R 19 -0(C0)0R21 and -O(CO)NR19r20; 

R 16 and R 18 are independently selected from the group consisting of H, 

(Ci^Cfi telkvl and arvl: or R 15 and R 1 6 together are =Q. or R 17 and R 18 together 

are =Q; 

d is 1. 2 or 3; 

h is 0. 1. 2. 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; 
provided that at least one of s and t is 1, and the sum of m. n, p. s and t is 1-6; 
provided that when p is 0 and t is 1 , the sum of m. s and n is 1 -5; and 
provided that when p is 0 and s is 1 , the sum of m. t and n is 1-5; 
v is 0 or 1; 

i and k are independently 1-5, provided that the sum of i. k and v is 1-5; 

R 15 

and when Q is a bond and R 1 is . Ar 1 can also be 

pyridvl. isoxazolvl. furanvl. pyrrolvL thienvl, imidazolvl, pyrazolvl. thiazolvl. pyrazinyl, 
pyrimidinvl or pyridazinyl; 

R 19 and R 20 are independently selected from the group consisting of H t 
(C^-Cfi telkvl. arvl and arvl-substituted (C i-Cg )alkvl; 

R 21 is (C i^Cfi )alkvl. arvl or R 24 -substituted arvl; 

R 22 is H. (C i_-Cfi tolkvl. arvl (C^ -Cfi telkvl. -C(Q)R 19 or-COORl 9 ; 

R 23 and R 24 are independently 1-3 groups independently selected from the 
group consisting of H. (C^ -Cfi telkyl. (C i^Cfi telkoxv, -COOH, NO ?, 

-NR 19 R 20 , -OH and halogeno; and 

R 25 is H. -OH or (C i-Cfi )alkoxv: and 

(h) Formula (IX): 
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OR 



Ar' L C Q 




IIX) 



or a pharmaceuticallv acceptable salt or solvate thereof, wherein in Formula (IX): 



R 1 is selected from the group consisting of H. G. G . G . -SO a H and -POgH; 



G is selected from the group consisting of: H, 




OR J 



C(0)OR^ , 



3a 




-,4a 



OR J 





O O CH 2 R C 



QT "CH 2 R a 



and 



CH 2 OR° , 



.OR' 



-HoC 




OR~ 



R 3 o' OR 4 



0 _X>R° 
— H 2 C-T J 

VN)R 4 

6r 3 



wherein R. R a and R p are each independently selected from the group 

consisting of H. -OH. halo. -NHo. azido. (C i-Cfi )alkoxv(C i -CR telkoxv or -W-R30; 



W is independently selected from the group consisting of 

-NH-C(O)-. -O-C(O)-. -0-C(0)-N(R31k -NH-C(0)-N(R31 )- and 
-0-C(S)-N(R31)-: 
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r2 and R 6 are each independently selected from the group consisting of H, 

fCi-C gtelkvl, acetyl, arvl and arvl(C i^-Cfi )alkvl; 

R 3 , R4 f r5 < r7 p3a a nd R 4a are each independently selected from the 

group consisting of H, (C ^-Cfi telkvl. acetyl. arvlfC i^Cfi telkyl. -CfOKC^ -Cfi telkvl and - 
CfOtervl; 

R30 is independently selected from the group consisting of 

R32. su bstituted T. R32. S ubstituted-T-(C i r Cfi telkvl. R 32 -substituted-(C£ -Cj. )alkenvL 

R32-substituted-(C^ -Cfi )alkvL R32. su bstituted-(C^C7)cvcloalkvl and R 32 - 
substituted-(C^-C7)cvcloalkvl(C ^-Cfi )alkvl: 

R31 is independently selected from the group consisting of H and (Ci_- 

C4 )alkyl; 

T is independently selected from the group consisting of phenyl, furvl. thienvl. 

pyrrolvl. oxazolvl. isoxazolvl, thiazolvl, isothiazolvl. benzothiazolvl. thiadiazolvl, 
pvrazolvl. imidazolvl and pyridyl; 

R32 is independently selected from 1-3 substituents which are each 

independently selected from the group consisting of H. halo f (C i_-C4 )alkvl. -OH. 
phenoxv. -CF 3 . -NO?. (C i^CU telkoxv. methvlenedioxv. oxo. (C ^-C4 )alkvlsulfanvl. 
(C^-Ca telkvlsulfinvl. (C i_-C4 talkvlsulfonvl, -N(CH ^9 . -C(OlNH(C i-C4 telkvl. -C(O)- 
NrtC i^Cj.telkvl)? . -CfOMC^ -CA telkvl. -C(OWC^ -C ^alkoxv and pyrrolidinvlcarbonvl: 

or R32 ;$ a covalent bond and R 3 1 , the nitrogen to which it is attached and R 3 2 form 
a pyrrolidine, piperidinvl. N-methyl-piperazinyl. indolinvl or morpholinvl group, or a 
(Ci^C4 )alkoxvcarbonvl-substituted pyrrolidinvl. piperidinvl. N-methvlpiperazinyl, 
indolinvl or morpholinvl group; 
G 1 is represented by the structure: 
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R 34 is one to three substituents, each R 34 being independently selected from 
the group consisting of HOOC-. HO-. HS-. (CH^S-. H?N-. (NH^(NH)C(NHK 
(NH?)C(Q)- and HOOCCH(NHg*)CH ? SS-: 

R 35 is independently selected from the group consisting of H and NH?-; 

R 36 is independently selected from the group consisting of H, unsubstituted 
alkvl. R 34 -substituted alkvl. unsubstituted cvcloalkvl and R 34 -substituted cvcloalkvl; 



G 2 is represented bv the structure: 

R 37 CL 



CH R 38 



wherein R 37 and R 38 are each independently selected from the group consisting of 
(Ci-Cg)alkvl and aryl; 

R 26 is one to five substituents, each R 26 being independently selected from 
the group consisting of: 

a) H; 

b) -OH: 

c) -OCHi: 

d) fluorine: 
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e) chlorine; 

f) -O-G; 
a) -O-G 1 ; 
h) -O-G 2 ; 

\) -SOgH; and 
j ) -PCb hL 

provided that when R 1 is H. R 26 is not H. -OH. -OCI-U or -O-G; 

Ar 1 is arvl, RlO-substituted arvl. heteroarvl or R 10 -substituted heteroaryl; 

Ar 2 is arvl, R 1 1 -substituted arvl. heteroarvl or R 1 1 -substituted heteroarvl; 

L is selected from the group consisting of: 

a) a covalent bond; 

b) -(CH?)q-. wherein a is 1-6; 

c) -(CH^-E-fCHA-. wherein E is -Q-. -C(O)-. phenvlene. -NR 22 - or 
-S(Q) n- 9-. e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6; 

d) -(Cg-Cg)alkenvlene-; 

e) -(CH9) r V-(CHg) g -. wherein V is Cj -Cfi Cvdoalkvlene. f is 1-5 and 
g is 0-5. provided that the sum of f and g is 1-6; and 

__D 



-Xj (Q)v Y k S(O) 0 . 2 

R 16 



wherein M is -Q-. -S-. -S(O)- or-S(O)?-; 

X, Y and Z are each independently selected from the group consisting of 

-CH r . -CH(C r C g)alkvl- and -C(di-(C i-C fi )alkvl)-: 



-M Y, 



3 17 



d 6 Z, XS— (0)s— Y n (C) s — Zp 

I16 ' A« il6 



R 8 is selected from the group consisting of H and alkvl; 
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r1Q and R 11 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of 
(C^-Cfi telkvl, -OR 19 . -Q(CO)R 19 . -0(C0)0R21 . -Q(CH 9)l-fi OR 19 - 
O(CO)NR1 9 r20, ,nr1 9 r20, -NR1 9 (CO)R20. -NR1 9 (C0)0R21, 
-NR1 9 (CO)NR20r25. .NR1 9 S09R21 , -COORI 9 -CONR1 9 r20. -CORI 9 - 
SO9NRl 9 R20, S(Q) n^ R21, -Q(CH9 )i£in -COORl 9 . -O(CH9 )i-in CONRl 9 R20, - 
(Ci-Cg alkvleneVCOORl 9 . -CH=CH-COOR 19 . -CF 3 . -CN. -NO9 and halo: 

R 15 and R 17 are each independently selected from the group consisting of 
-OR 19 , -OC(Q)R 19 . -OC(Q)OR 21 . ■ OC(Q)NR 19 R 20 : 

R 16 and R 18 are each independently selected from the group consisting of H, 

(Ci-Cg)alkvl and arvl; 

or R 15 and R 16 together are =Q. or R 17 and R 18 together are =Q: 

d is 1, 2 or 3; 

h is 0. 1, 2. 3 or 4; 

s is 0 or 1; 

t is 0 or 1 ; 

m, n and p are each independently selected from 0-4; 

provided that at least one of s and t is 1 , and the sum of m, n, p, s and t is 1-6; 

provided that when p is 0 and t is 1 , the sum of m. n and p is 1-5: and provided that 
when p is 0 and s is 1 , the sum of m. t and n is 1-5: 
v is 0 or 1; 

i and k are each independently 1-5. provided that the sum of i. k and v is 1-5: 

Q is a bond, -(CH 9)r p wherein g is 1-6. or with the 3-position ring carbon of 

the azetidinone. forms the spiro group 
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R 1 ^(R 13 )a 

(R 14 )b — | : 

wherein R^ 2 is 

II II I 9 . I J 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NO" ; 



R 13 and R 14 are each independently selected from the group consisting of 
-CHg-. -CH(C i-Cr alkvIK -Crdi-fC^ -Cfi ) alkvl). -CH=CH- and -C((> [-Cfi alkvl)=CH-; 

or R 12 together with an adjacent R 13 , or R 12 together with an adjacent R 14 . form a - 
CH=CH- or a -CH=C(CH -Cfi alkvl)- group; 

a and b are each independently 0. 1 1 2 or 3. provided both are not zero; 

provided that when R 1 3 is -CH=CH- or -CfC ^-Cfi alkvl)=CH-. a is 1 ; provided that 
when R 14 is -CH=CH- or -CfC^ -Cfi alkvl)=CI-k b is 1 ; provided that when a is 2 or 
3, the R 13 's can be the same or different; and provided that when b is 2 or 3, the 
R 14 's can be the same or different; 

and when Q is a bond and L is 

r 

Xj (C)v— Y k S(O) 0 -2 

R 16 



then Ar 1 can also be pyridvl. isoxazolvl. furanvl. pyrrolvl. thienvl. imidazolvL pvrazolvl, 
thiazolvl. pyrazinyl. pyrimidinvl or pyridazinyl; 

R 19 and R 20 are each independently selected from the group consisting of H, 
(Ci-Cfi )alkvl. arvl and arvl-substituted (C i^Cfi )alkvl; 
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R 21 is (C i-Cfi )alkvl. arvl or R 24 -substituted arvl; 

R 22 is H. (C i-Cfi telkvl. arvl (C i-Cg telkvl. -C(C0Rl9 or-COORl9; 

R 23 and R 24 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of H. 
(Ci^-Cfi )alkvl. (C i-Cfi telkoxv. -COOH. NO?. -NR 19 R 20 . -OH and halo: and 

R 2 5 is H, -OH or (C i-Cfi )alkoxv. 



comprising: (a) a first amount of at least one sterol absorption inhibitor or a 
pharmaceutical^ acceptable salt or solvate thereof; and (b) a second amount of at 
least one other agent useful for the treatment of an autoimmune disorder, wherein 
the first amount and the second amount together comprise a therapeutically effective 
amount for the treatment or prevention of an autoimmune disorder in a subject^ 
wherein the at least one sterol absorption inhibitor is selected from the group 
consisting of sterol absorption inhibitors represented by the following Formulae: 

(a) Formula (I): 



26. (Currently Amended) 



A therapeutic combination 



R R 2 
Ar^Xm-CCXrYrrtCV-Zp 
R 1 R 3 





N 



^r 2 



ID 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof. 



wherein: 
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Ar 1 and Ar 2 are independently selected from the group consisting of aryl and 

4 

R -substituted aryl; 

3 5 

Ar is aryl or R -substituted aryl; 

X. Y and Z are independently selected from the group consisting of 
-CH?-. -CHdower alkvl)- and -Cfdilower alkvl)-; 

2 6 

R and R are independently selected from the group consisting of -OR , 
-Q(CO)R 6 . -Q(CO)OR 9 and -Q(CO)NR 6 R 7 ; 

R 1 and R 3 are independently selected from the group consisting of hydrogen, 
lower alkvl and aryl; 

g is 0 or 1; 

r is 0 or 1 ; 

m, n and p are independently selected from 0, 1 . 2, 3 or 4: provided that at 
least one of g and r is 1 , and the sum of m. n. p. g and r is 1 . 2, 3, 4. 5 or 6; and 
provided that when p is 0 and r is 1 . the sum of m, g and n is 1 , 2. 3, 4 or 5; 

4 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH^OR 6 . -Q(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SQ9R 9 . -COOR 6 . 
-CONR 6 R 7 . -COR 6 -SO o NR 6 R 7 . S(Q)q o R 9 . -OrCH o ^-COOR 6 , 
-Q(CH o) :U oCONR 6 R 7 , -dower alkvlene)COOR 6 < -CH=CH-COOR 6 . -CF,. -CN, 
-NO o and halogen; 

R 5 is 1-5 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH J ^OR 6 , -Q(CO)NR 6 R 7 . -NrV. 
-NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 fCO)NR 7 R 8 . -NR 6 SQ 2 R 9 . -COOR 6 . -CONR 6 R 7 . 
-COR 6 . -SQ 2 NR 6 R 7 . S(0)^R 9 . -OfCH oV ^-COOR 6 . -Q(CH o) lj m CONR 6 R 7 . 

6 6 

-dower alkvlene)COOR and -CH=CH-COOR : 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. aryl and aryl-substituted lower alkvl; and 

9 

R is lower alkvl. aryl or aryl-substituted lower alkvl; 
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(b) Formula (III): 



R 1 



Ar 1 -A-Yq-C-Z PN ^Ar ; 



.3 



R 2 



am 

or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (III) above: 

1 3 

Ar is R -substituted aryl; 

2 4 

Ar is R -substituted aryl; 

3 5 

Ar is R -substituted aryl; 

Y and Z are independently selected from the group consisting of -CHU -, 
-CHflower alkvl)- and -Cfdilower alkvl)-; 

A is selected from -Q-, -S-. -S(O)- or-S(Q) 2 -; 

R 1 is selected from the group consisting of -OR 6 . -Q(CO)R 6 , -Q(CO)OR 9 and 

6 7 2 

-Q(CO)NR R ; R is selected from the group consisting of hydrogen, lower alkvl and 

1 2 

aryl; or R and R together are =Q; 
g is 1, 2 or 3; 
p is 0, 1. 2, 3 or 4; 

5 

R is 1-3 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 -Q(CO)OR 9 . -CXCH^OR 9 . -CXCO)NR 6 R 7 . -NrV. -NR 6 (CO)R 7 . 
-NR 6 (CO)OR 9 , -NR 6 (CO)NR 7 R 8 , -NR 6 SCUower alkvl. -NR 6 SQ 2 -arvl. -CONrV. - 
COR 6 . -S0 2 NR 6 R 7 . SfO^-alkvl. SfO^-arvl. -OfChU y ^-COOR 6 . -Q(CH 2 ) L 

6 7 

1 0 CONR R . o-halogeno. m-halogeno. o-lower alkvl. m-lower alkvl. -(lower alkvlene)- 

COOR 6 . and 

-CH=CH-COOR 6 : 

3 4 

R and R are independently 1-3 substituents independently selected from the 

5 

group consisting of R , hydrogen, p-lower alkyl, aryl, -NO o , -CFo and p-halogeno; 
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R 6 . R 7 and R 8 are independently selected from the group consisting of 
hydrogen, lower alkvl. arvl and arvl-substituted lower alkvl: and 
R 9 is lower alkvl, arvl or arvl-substituted lower alkvl; 



Formula (IV): 



R 



19 



Ar 



1 -R 1 -Q 




O 



N 



VKr 2 



(IV) 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (IV) above: 

2 2 

A is selected from the group consisting of R -substituted heterocvcloalkvl, R - 

2 2 

substituted heteroarvl, R -substituted benzofused heterocvcloalkvl, and R - 
substituted benzofused heteroarvl; 

1 3 

Ar is arvl or R -substituted arvl: 

2 4 

Ar is arvl or R -substituted arvl: 
Q is a bond or, with the 3-position ring carbon of the azetidinone, forms the 




-(Co-Cg alkenvlene)-: and 

-(CH o) f V-(CH o) g -. wherein V is C 2 -C g cvcloalkvlene. f is 1-5 and g is 0- 



5. provided that the sum of f and g is 1-6: 

5 

R is selected from: 
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II I 1 1 I +' 

-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 9 )-, -N-, or- + NO" ; 

6 7 

R and R are independently selected from the group consisting of 
-CH r . -CH(C r C g alkvlV. -C(di-(C .,-C g) alkvl). -CH=CH- and 

5 6 5 

-C(C r C 6 alkvl)=CH-: or R together with an adjacent R . or R together with an 

adjacent R 7 . form a -CH=CH- or a -CH=C(C 1 -C g alkvl)- group: 

a and b are independently 0. 1 . 2 or 3. provided both are not zero; provided 

6 7 

that when R is -CH=CH- or -CfCy C g alkvl)=CH-. a is 1 : provided that when R is 

-CH=CH- or -C(C ,-C 6 alkvh=CH-. b is 1 ; provided that when a is 2 or 3. the R 6 's can 

be the same or different: and provided that when b is 2 or 3. the R 7 's can be the 
same or different; 

and when Q is a bond, R 1 also can be selected from: 

R 10 R 12 R 10 R 10 

-M-Yd-C-Zh-, -X m -(C) s -Y n -(C) t -Z p - or -x r (C) v -Y k -S(O) 0 _ 2 -; 

R 11 R 13 Rii Rii 

where M is -Q-. -S-. -S(O)- or -S(Ol -: 

X. Y and Z are independently selected from the group consisting of 
-CH o -, -CH(C .,-C e alkvl)- and -C(di-(C .,-C g) alkvl): 

R 1 ° and R 12 are independently selected from the group consisting of 

-OR 14 . -Q(CO)R 14 . -Q(CO)OR 16 and -Q(CO)NR 14 R 15 : 

11 13 

R and R are independently selected from the group consisting of 
hydrogen, (C r C 6 )alkvl and aryl; or R 1 ° and R 11 together are =Q, or R 12 and R 13 
together are =Q; 

d is 1. 2 or 3; 

h is 0. 1. 2. 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; provided that at 
least one of s and t is 1 . and the sum of m, n. p, s and t is 1-6; provided that when p 
is 0 and t is 1. the sum of m, s and n is 1-5; and provided that when p is 0 and s is 1, 
the sum of m, t and n is 1-5; 
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v is 0 or 1 ; 

i and k are independently 1-5. provided that the sum of i. k and v is 1-5; 

2 

R is 1-3 substituents on the ring carbon atoms selected from the group 
consisting of hydrogen. (C ^C ^alkvl. (C o-C ^alkenvl. (C o-C ^alkynyl, 

17 17 

(C 3 -C 6 )cvcloalkyl. (C 3 -C 6 tovcloalkenvl. R -substituted arvl. R -substituted benzyl. 
R 17 -substituted benzvloxv. R 17 -substituted arvloxv. halogeno. -NR 14 R 15 . 

14 15 14 15 16 

NR R (C -,-C e alkvlene)-. NR R C(Q)(C .,-C g alkvlene)-.-NHC(Q)R . 

OH. C -i-C g alkoxv. -OC(Q)R 16 . -COR 14 . hvdroxv(C .,-C g)alkvl. (C -i-C gtelkoxvfC .,- 

C gtelkvl. NQ 2 . -SfO^R 16 . -SO g NR 14 R 15 and -(C .,-C g alkvlene)COOR 14 : when R 2 is a 

2 l / 

substituent on a heterocvcloalkvl ring. R is as defined, or is =Q or o i 

and, where R 2 is a substituent on a substitutable ring nitrogen, it is hydrogen. 
((VC gtelkvl. arvl. (C r C g)alkoxv. arvloxv. (C i-C gtelkvlcarbonvl. arylcarbonvl. hydroxy. 

-(CHo ^CONR^R 18 . 

P r18 

• x> 

^(CH2) 0 ^ • 

18 

wherein J is -Q-. -NH-. -NR - or -CH 2 -: 

3 4 

R and R are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (C 1 -C g )alkvl. 

-OR 14 . -Q(CO)R 14 . -Q(CO)OR 16 . -OfChU Y gOR 14 . -OfCO)NR 14 R 15 . -NR 14 R 15 . 
-NR 14 (CO)R 15 . -NR 14 (CO)OR 16 . -NR 14 (CO)NR 15 R 19 . -NR^SOgR 16 . -COOR 14 . 
-CONR 14 R 15 . -COR 14 . -SOgNR 14 R 15 . S(Q)^R 16 . -OfChU y ^COOR 14 . 
-OfCH Q^ pCONR 14 ^ 5 . -fC ^C g alkvlene)-COOR 14 . -CH=CH-COOR 14 . -CFg. -CN. - 
NO o and halogen; 

R 8 is hydrogen. (C .,-C gtelkvl. arvl (C .,-C g)alkvl. -C(Q)R 14 or -COOR 14 ; 
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R and R are independently 1-3 groups independently selected from the 
group consisting of hydrogen. (C .,-C gtelkvl. (Cy C gtelkoxv. -COOH. NO .,. 

-NR 14 R 15 . OH and halogeno; 

14 15 

R and R are independently selected from the group consisting of 
hydrogen. (C^C^alkvl. arvl and arvl-substituted (C^ -C gtelkvl; 

16 17 

R is (C r C 6 )alkvK arvl or R -substituted arvl; 

1 8 

R is hydrogen or (C 1 -C g )alkvl; and 

19 

R is hydrogen, hydroxy or (C 1 -C § )alkoxv; 



(d) Formula (V): 



R 

ArV JC) q ^ S(0) r> - Ar2 



O N Ar 3 



or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (V) above: 

1 10 

Ar is arvl. R -substituted arvl or heteroaryl; 

2 4 

Ar is arvl or R -substituted arvl; 

3 5 

Ar is arvl or R -substituted arvl; 

X and Y are independently selected from the group consisting of -CHo-, 
-CHflower alkvl)- and -C(dilower alkvl)-; 

6 6 9 6 7 1 

R is -OR , -Q(CO)R , -Q(CO)OR or-Q(CO)NR R : R is hydrogen, lower 

alkvl or arvl; or R and R 1 together are =Q; 
g is 0 or 1; 
r is 0. 1 or 2; 

m and n are independently 0. 1 . 2. 3. 4 or 5: provided that the sum of m, n 
and g is 1. 2. 3, 4 or 5; 
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R 4 is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -OfCOIR 6 -Q(CO)OR 9 . -OrChU^OR 6 . -Q(CO)NR 6 R 7 , 
-NR 6 R ? . -NR 6 fCO)R 7 . -NR 6 (COV3R 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SO ? R 9 . -COOR 6 . 
-CONrV. -COR 6 . -SO o NrV. S(Q)q o R 9 . -OrCH^ -COOR 6 
-O(CH g ) 1 . 10 CONR 6 R ? . -(lower alkvlene)COOR 6 and -CH=CH-COOR 6 ; 

R 5 is 1-5 substituents independently selected from the group consisting of 
-OR 6 . -Q(CO)R 6 . -0(COK)R 9 . -OfCH .V ^OR 6 . -Q(CO)NR 6 R 7 . -NrV. -NR 6 (CO)R 7 , 
-NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SOoR 9 . -COOR 6 . -CONR 6 R 7 . -COR 6 . - 
SO. NrV. S(Oy , R 9 . -Q(CH 2 ). U o-COOR 6 . -OfCH . ^CONRV. -CF 3 . -CN. -NO ; . 
halogen. 

-(lower alkvlene^COOR 6 and -CH=CH-COOR 6 : 

6 7 8 

R . R and R are independently selected from the group consisting of 
hydrogen, lower alkvl. arvl and arvl-substituted lower alkvl; 

R 9 is lower alkvl. aryl or arvl-substituted lower alkvl; and 

10 

R is 1-5 substituents independently selected from the group consisting of 
lower alkvl. -OR 6 . -Q(CO)R 6 . -Q(CO)OR 9 . -OfCH^OR 6 . -Q(CO)NR 6 R 7 . 
-NR 6 R 7 . -NR 6 (CO)R 7 . -NR 6 (CO)OR 9 . -NR 6 (CO)NR 7 R 8 . -NR 6 SQ 2 R 9 . -COOR 6 . 
-CONRV. -COR 6 . -SO.NrV. -S(Q)q . R 9 . -OfChU ^ Q-COOR 6 . 

-Q(CH 2 \ 1 0 CONR 6 R 7 . -CF 3 . -CN. -NO . and halogen: 



(e) Formula (VI): 



R 4 

N Ri-(R 2 )v A / Rzo 



(R 3 )u- 



<21 
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or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein: 
RiJs 

-CH-, -Cflower alkyl)-, -<bF-, -t(OH)-, -fc(C 6 H 5 )-, -fc(C 6 H 4 -R 15 )-, 
- N- or - N O" ; 

R9 and R s are independently selected from the group consisting of: 
-CH 9 -. -CHHower alkvIK -Cfdi-lower alkvlK -CH=CH- and -Cflower alkvl)=CH-: or 
Ri^ together with an adjacent R9. or Ri^ together with an adjacent R a . form a 
-CH=CH- or a -CH=C(lower alkvIV group; 

u and v are independently 0. 1 , 2 or 3, provided both are not zero: provided 
that when Rs> is -CH=CH- or -Cflower alkvl)=CH-. v is 1 : provided that when R s is 
-CH=CH- or -Cflower alkvl)=CH-. u is 1 : provided that when v is 2 or 3, the R9's can 
be the same or different: and provided that when u is 2 or 3, the R a 's can be the 
same or different: 

Rd is selected from B-(CH9 )m C(OK wherein m is 0, 1 , 2, 3, 4 or 5: 
B-(CH9 )r p wherein g is 0, 1 , 2, 3. 4. 5 or 6; 

B-(CH9 ) g-Z-(CH9 ) r , wherein Z is -Q-, -C(OK phenvlene. -N(R ft )- or -S(Q) n-9 -. e is 

0. 1 , 2, 3, 4 or 5 and r is 0, 1.2,3,4 or 5. provided that the sum of e and r is 0. 1 , 2, 
3.4. 5 or 6: 

B-(C9 -Cfi alkenvlene)-: 
B-(C4-Cfi alkadienvleneV: 

B-(CH9)t-Z-(C9-Cfi alkenvlene)-. wherein Z is as defined above, and wherein t is 0 t 

1 , 2 or 3. provided that the sum of t and the number of carbon atoms in the 
alkenvlene chain is 2, 3, 4, 5 or 6: 

B-(CH9 ) f-V-(CH 9V p wherein V is C a-Cfi cvcloalkvlene. f is 1 . 2. 3. 4 or 5 and g is 0. 
1 . 2. 3. 4 or 5. provided that the sum of f and q is 1 . 2, 3. 4. 5 or 6: 
B-(CH 9) t-V-(C9 -CR alkenvlene)- or 



{W0176357.1} 



-83- 



B-(C9-Cr alkenvlene)-V-(CH9 ) t-. wherein V and t are as defined above, provided 
that the sum of t and the number of carbon atoms in the alkenvlene chain is 2, 3, 4, 5 
or 6; 

B-(CH9 )a -Z-(CH 9)h -V-(CH9 )H -. wherein Z and V are as defined above and a, b and 
d are independently 0, 1 , 2, 3. 4. 5 or 6. provided that the sum of a. b and d is 0. 1 , 2, 
3. 4. 5 or 6: or T-(CH?W-. wherein T is cvcloalkvl of 3-6 carbon atoms and s is 0. 1 , 
2. 3. 4. 5 or 6: or 



Ri^ and Rd together form the group B-CH=C- ; 

B is selected from indanvl. indenvl. naphthvl. tetrahvdronaphthvL heteroarvl or 
W-substituted heteroarvl. wherein heteroarvl is selected from the group consisting of 
pyrrolvl, pyridinvl. pyrimidinvL pvrazinvl. triazinvl, imidazolvl. thiazolvl. pyrazolvl, 
thienvl. oxazolvl and furanvl. and for nitrogen-containing heteroarvls, the N-oxides 
thereof, or 



W is 1 to 3 substituents independently selected from the group consisting of 
lower alkvl. hydroxy lower alkvl. lower alkoxv. alkoxvalkvl. alkoxvalkoxv. 
alkoxvcarbonvlalkoxv, (lower alkoxyiminoVlower alkvL lower alkanediovl. lower alkvl 
lower alkanediovl. allvloxv. -CFj, -OCFj, benzyl, R 7 -benzvl. benzvloxv, 
R7 -benzvloxv, phenoxv, R 7 -phenoxv, dioxolanvl. NO£.-N(R r )(R q ). N(R ft)(RQ )-lower 
alkvlene-. N(R ft )(R Q VIower alkvlenvloxv-, OH. halooeno. -CN. -N s , -NHC(Q)OR io, 
-NHC(Q)R in. R^m Q9 SNH-. (R iiOs StoN-. -S(Q)9NH9. -SfO^ Rft . tert- 
butvldimethvl-silvloxvmethyl, -C(Q)R i9 . -COOR iq . -CON(R ft )(R Q). - 
CH=CHC(Q)R i9 . -lower alkvlene-CfCMR r?. Rin CfOKIower alkvlenvloxv)-. 




N(Rg )(R Q )C(Q)(lower alkylenyloxv)- and 




for substitution on ring 



carbon atoms, 
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and the substituents on the substituted heteroarvl ring nitrogen atoms, when present, 
are selected from the group consisting of lower alkvl. lower alkoxv, -C(O)OR if), 
-C(Q)R in , OH, N(R ft )(R q )-lower alkvlene-,N(R ft )(R Q VIower alkvlenvloxv-, - 
S(Q)?NH 9 and 2-(trimethvlsilvl)-ethoxvmethvl; 

R7 is 1-3 groups independently selected from the group consisting of lower 
alkvl, lower alkoxv, -COOK NO ? , -N(R ft )(R q ). OH. and halogeno; 

Rr and R q are independently selected from H or lower alkvl; 

R ip is selected from lower alkvl, phenyl, R 7 -phenvl. benzyl or R 7 -benzvl; 

R j 1 is selected from OH, lower alkvl, phenyl, benzyl, R 7 -phenvl or R 7 -benzyl; 

R19 is selected from H, OH, alkoxv, phenoxv, benzyloxy. 



R13 is selected from -Q-, -CH9-, -NH-, -Ndower alkvl)- or -NC(Q)R iq; 

R 15- R16 and R17 are independently selected from the group consisting of H 
and the groups defined for W: or R15 is hydrogen and R ir and R rz . together with 
adjacent carbon atoms to which they are attached, form a dioxolanyl ring; 

R 19 is H, lower alkvl, phenyl or phenyl lower alkvl; and 

R ?p and R?1 are independently selected from the group consisting of phenyl, 
W-substituted phenyl, naphthvl. W-substituted naphthvl, indanvl. indenvl. 
tetrahvdronaphthvl, benzodioxolvl, heteroarvl, W-substituted heteroarvl, benzofused 
heteroarvl. W-substituted benzofused heteroarvl and cvclopropyl, wherein heteroarvl 
is as defined above; 



/ R13 



-N(R r )(R q ). lower alkvl, phenyl or R 7 -phenvl; 



Formula (VI IA) or (VIIB): 



B 



R 



A 



B' — D 



■N. 



R4 



(VI I A) 
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or 




(VI IB) 



or a pharmaceuticallv acceptable salt or solvate thereof, 
wherein: 

A is -CH=CH-. -C=C- or -(CH?)^- wherein p is 0. 1 or 2; 
B is 

/ Rl 




B' is 




/ 1 

7J^R 
y 



2' 

R 3 ' 



D is -(CH£ )m C(Q)- or -(CH?V]- wherein m is 1 , 2. 3 or 4 and q is 2, 3 or 4; 

E is C in to C9 Q alkvl or -C(Q)-(C q to C iQ Valkvl. wherein the alkvl is straight 
or branched, saturated or containing one or more double bonds: 

R is hydrogen. C i^C js alkvl. straight or branched, saturated or containing one 
or more double bonds, or B-(CH ?) r wherein r is 0. 1 . 2, or 3; 

Ri . R?. R3. Rv , R ? ;. and are independently selected from the group 
consisting of hydrogen, lower alkvl. lower alkoxv. carboxv, NO g . NHg. OH. halogeno. 
lower alkvlamino. dilower alkvlamino. -NHC(0)OR fi. RfiOg SNH- and -S(Q)gNHg ; 

R4js 
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wherein n is 0. 1. 2 or 3; 

is lower alkvl; and 
Rr is OH. lower alkvl. phenyl, benzvl or substituted phenyl wherein the 
substituents are 1-3 groups independently selected from the group consisting of 
lower alkvl. lower alkoxv. carboxv. NQ9- NH 9 . OH. halooeno. lower alkvlamino and 
dilower alkvlamino; 

(a) Formula (VIII): 



O-G 




Mm 

or a pharmaceutical^ acceptable salt thereof or a solvate thereof, wherein, in 
Formula (VIII) above. 

R26 is H or OG"': 

G and G 1 are independently selected from the group consisting of 

9^or 4 gt&j or 4 o^° R7 

H _^\-..lOR 3 , -/^..| 0 R 3 , -CH 2 -(^>-'lOR 5 

~\p 2 R 2 CH 2 OR 6 QR3 OR 4 

OR 3a 

Q , OR 3 A 0 ^CH 2 R b ; 

and . * O ^ „ e 

R 0//^v/ provided that when R^ b is H or 

-^O^CH 2 R a 
OH. G is not H; 
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R. R a and R b are independently selected from the group consisting of H. -OH, 

haloaeno. -NHg. azido, (C ^Cfi )alkoxv(C^ -Cfi Valkoxv or-W-R30; 

W is independently selected from the group consisting of -NH-C(OK -O-C(O)- 

. -0-C(0)-N(R31)-, .NH-C(0)-N(R31)- and -0-C(S)-N(R31)-; 

R 2 and R 6 are independently selected from the group consisting of H, 

(Ci^Cg telkvL arvl and arvlfC^ -Cfi telkvl; 

R 3 , r4, R5 t p7 p3a anc j R4a are independently selected from the group 

consisting of H, (C i-Cfi )alkvl, arvl(C ^-C g)alkvL -C(Q)(C^ -Cfi )alkvl and 
-C(Q)arvl: 

R30 is selected from the group consisting of R32. su bstituted T. 

R32. S ubstituted-T-(C i r Cfi )alkvl. R32. S ubstituted-(C9 -C4 )alkenyl. 
R32. su bstituted-(C i^-Cfi )alkvL R32- S ubstituted-(C 3 -C7)cvcloalkvl and 
R32-substituted-(C^-C7)cvcloalkvl(C ^Cfi )alkvl; 

R31 is selected from the group consisting of H and (C i ^C 4 )alkyl; 

T is selected from the group consisting of phenyl, furvl. thienvl. pyrrolyl, 

oxazolyl, isoxazolvl, thiazolyl, iosthiazolvl, benzothiazolvl. thiadiazolvl. pyrazolyl, 
imidazolvl and pyridyl; 

R 32 j s independently selected from 1-3 substituents independently selected 

from the group consisting of halogeno. (C^ -C4 )alkvl. -OH. phenoxy. 
-CF a . -NO?. (C ^-C4 )alkoxv. methvlenedioxv. oxo. (C i-C4 telkvlsulfanvl. 
(C^-C4 )alkvlsulfinvl. (C ^-Ca telkvlsulfonvl. -N(CH r^9 . -C(Q)-NH(C ^-C4 )alkvl. 
-C(OVN((C i^C4 )alkvn9, -CfOHC ^-Cj- telkvl. -C(OHC ^-C4 )alkoxv and 
pyrrolidinvlcarbonyl; or R32 j s a covalent bond and R31, the nitrogen to which it is 
attached and R 3 2 f orm a pyrrolidinvl. piperidinvl. N-methvl-piperazinvl. indolinyl or 
morpholinvl group, or a (C i ^C4)alkoxvcarbonvl-substituted pyrrolidinvl, piperidinvl, 
N-methylpiperazinyl, indolinyl or morpholinvl group; 

Ar 1 is arvl or R ^-substituted arvl; 

Ar 2 is arvl or R 1 1 -substituted arvl; 
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Q is a bond or. with the 3-position ring carbon of the azetidinone. 

>[-(R 13 )a 

forms the spiro group ( R )b ; and 

R 1 is selected from the group consisting of 

-(CHgVp wherein g is 2-6. provided that when Q forms a spiro ring, g 

can also be zero or 1 : 

-(CH9WE-(CH9 ) r-. wherein E is -Q-. -C(OK phenvlene. -NR 22 - or 
-S(Q)Q-2-. e is 0-5 and r is 0-5. provided that the sum of e and r is 1-6; 

-(C9 -C fi )alkenvlene-; and 

-( C H 9 )f-V-( C H 9 V}- , wherein V is Ca-Cfi cvcloalkvlene. f is 1-5 and g is 

0-5. provided that the sum of f and g is 1-6; 
Rl 2 is 

li 'I I | I 

-CH-, -C(C 1 -C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NO" ; 

R 13 and R 14 are independently selected from the group consisting of -CH9-, 
-CHfC ^-Cfi alkvl)-. -C(di-(C ^-Cfi ) alkvl). -CH=CH- and 

-C(C i-Cfi alkvl)=CH-; or R 1 2 together with an adjacent R 13 . or R 12 together with an 

adjacent R 14 , form a -CH=CH- or a -CH=C(C i-Cfi alkvl)- group; 

a and b are independently 0. 1 . 2 or 3. provided both are not zero; 
provided that when R 13 is -CH=CH- or -C(C i^-Cfi alkvl)=CH-. a is 1 ; 
provided that when R 14 is -CH=CH- or -C(C i^-Cfi alkvl)=CH-. b is 1 ; 
provided that when a is 2 or 3. the R 13 's can be the same or different; and 
provided that when b is 2 or 3. the R 14 's can be the same or different; 
and when Q is a bond. R 1 also can be: 

R 15 Fj* 17 R 15 R 15 

^-Y d -C-Z-,-X m -(C) s -Y n -(C) t -Z p - or _x r (C) v -Y k -S(O) 0 . 2 -; 

R 16 R 18 R16 Rie 

M is -Q-. -S-. -S(O)- or -S(Q)9 -; 
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X, Y and Z are independently selected from the group consisting of -CH9-, 
-CHfC ^-Cfi telkvl- and -C(di-(C^ -Cfi )alkvl); 

R 1 Q and R 1 ^ are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of 
(Ci-Cg talkvl. -OR 1 9. -0(CQ)R19 -0(C0)0R21, -QfCH^ ^ ORlQ. 
-O(CO)NR19r20. -NR19R20, -NR19(CC»r20. -NR19( C QK)R21 . 
-NR19(CO)NR20r25. -NR 19 SQ9R 21 , -COOR 19 , -CONR19r20, -COR 19 , 
-SO 9 NR19r20 < S(Q) n^ R21, -OfCH9 )iuin -COORl9 -O(CH 9V^ CONR19r20, 
-(Ci-Cr alkvlene)-COOR 1 9. -CH=CH-COOR 19 , -CF a . -CN. -NO 9 and halogen; 

R 15 and R 17 are independently selected from the group consisting of -OR 19 , 
-Q(CO)R 19 -0(C0)0R21 and -Q(CO)NR 19 R 2Q ; 

R 16 and R 18 are independently selected from the group consisting of H, 
(Ci^Cfi )alkvl and aryl: or R 15 and R 1 6 together are =Q. or R 17 and R 1 8 together 
are =Q; 

d is 1, 2 or 3; 

h is 0, 1, 2 f 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; 
provided that at least one of s and t is 1 , and the sum of m, n, p. s and t is 1-6; 
provided that when p is 0 and t is 1 , the sum of m, s and n is 1-5; and 
provided that when p is 0 and s is 1 , the sum of m, t and n is 1 -5; 
v is 0 or 1; 

i and k are independently 1-5, provided that the sum of i. k and v is 1-5; 

R 15 

and when Q is a bond and R 1 is , Ar 1 can also be 

pyridvl, isoxazolvl, furanvL pyrrolvL thienvl. imidazolvl. pyrazolvl, thiazolyl, pvrazinvl. 
pyrimidinvl or pyridazinvl; 

R 19 and R 2 0 are independently selected from the group consisting of H, 
(Cj[-Cfi )alkvL aryl and arvl-substituted (C i-Cfi )alkvl; 
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R 21 is (C i-Cg )alkvl. arvl or R 24 -substituted arvl: 

R 22 is H. (C i-Cfi )alkvl. arvl (C i-Cfi )alkvl. -C(Q)R19 or -COOR19: 

R 23 and R 24 are independently 1-3 groups independently selected from the 
group consisting of H. (C i-Cfi )alkvl. (C i-Cfi )alkoxv. -COOH. NO?. 

-NR 1 9r 20 . -OH and halooeno: and 

R 25 is H, -OH or (C i-Cfi )alkoxv: and 

(h) Formula (IX): 



or a pharmaceutical^ acceptable salt or solvate thereof, wherein in Formula (IX): 

R 1 is selected from the group consisting of H. G. G 1 . G 2 . -SOaH and -PO3H; 

G is selected from the group consisting of: H. 




Xr 2 



ilX] 
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R 5 Q 




C(0)OR 2 , 



OR 3 



R 5 Q 



CH20R 1 



,6 



-H 2 C- 



R 3 0 OR 




OR 5 



OR 



3a 




,4a, 



R 




OR 5 



CH 2 R b 



H 2 C 



OR 4 



and 



' T> CH 2 R 

wherein R. R a and R b are each independently selected from the group 

consisting of H. -OH. halo. -NH?. azido. (Cj ^Cfi telkoxvrC i-Cfi telkoxv or -W-R 30 : 

W is independently selected from the group consisting of 

-NH-C(OV. -O-C(O)-. -Q-C(Q)-N(R31k -NH-C(0)-N(R31 )- and 
-0-C(S)-N(R31)- : 

R 2 and R6 are each independently selected from the group consisting of H. 

(Ci-CjR )alkvl. acetyl, arvl and arvl(C^ -Cfi )alkvl; 

R 3 . R 4 . R 5 . R 7 . R 3a and R 4a are each independently selected from the 

group consisting of H. (C i-Cf Oalkvl. acetyl. arvKC i-Cfi telkvl. -C(Q)(C i-CR )alkvl and - 



R30 is independently selected from the group consisting of 

R32-substituted T. R32- S ubstituted-T-(C ^-Cfi )alkvl. R32. S ubstituted-(C2 -C4 )alkenvl, 
R32-substituted-(C i^-Cfi )alkvl. R32. S ubstituted-(C 3 -C7tovcloalkvl and R 3 2- 
substituted-(C^-C7)cvcloalkvl(C^ -Cfi )alkvl: 



C(Q)arvl; 
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R31 is independently selected from the group consisting of H and (CH- 



C4 )alkvl; 



T is independently selected from the group consisting of phenyl, furvl. thienvl, 

pyrrolyl, oxazolvl. isoxazolvl. thiazolvl. isothiazolvl. benzothiazolvl, thiadiazolvl, 
pvrazolvl. imidazolyl and pyridvl; 

R 32 is independently selected from 1-3 substituents which are each 

independently selected from the group consisting of H. halo, (C^-C 4 )alkvl, -OH, 
phenoxv, -CF a , -NO ? . (C i^-C4 )alkoxv t methvlenedioxy, oxo, (C i^C4 )alkvlsulfanvl, 
(Ci^Cj- telkvlsulfinvl, (C ^-Cj. telkvlsulfonvl. -N(CH 3)? , -C(Q)-NH(C ^-C4 )alkyl, -C(O)- 
NrtC i^CU telkvl)?. -C(OHC i^-C4 )alkvL -C(Q)-(C i^-C4 )alkoxy and pyrrolidinvlcarbonyl; 

or R 32 is a covalent bond and R 31 . the nitrogen to which it is attached and R 32 form 
a pyrrolidinvl. piperidinyl, N-methyl-piperazinyl, indolinyl or morpholinyl group, or a 
(C^-C4 )alkoxvcarbonvl-substituted pyrrolidinvl, piperidinyl, N-methvlpiperazinyl, 
indolinyl or morpholinyl group; 
G 1 is represented by the structure: 



wherein R 3 is independently selected from the group consisting of unsubstituted 
alkvl. R 34 -substituted alkvl, (R 35 )(R 36 )alkvk 




or 



H 2 N 
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R 34 is one to three substituents. each R 34 being independently selected from 
the group consisting of HQOC-. HO-. HS-. (Chh)S-. H?N-. (NH ? )(NH)C(NHV. 
(NH^CfO)- and HOOCCHfNH^CH^SS-; 

R 35 is independently selected from the group consisting of H and NH?-; 

R 36 is independently selected from the group consisting of H, unsubstituted 
alkvl. R 34 -substituted alkvl. unsubstituted cvcloalkvl and R 34 -substituted cvcloalkvl: 



G is represented bv the structure: 

R 37 



CH R 38 



wherein R and R are each independently selected from the group consisting of 
(Cj^Cglajkyj and aryl; 

R26 j S one to five substituents. each R26 being independently selected from 
the group consisting of: 

aj Hi 

bj =OH: 

c) -OCH^ 

d) fluorine: 

e) chlorine: 
ft -O-G: 

91 -O-G 1 ; 

hj -O-G 2 : 

i) -SO g H: and 
D =P03Hl 

provided that when R 1 is H. R 26 is not H. -OH. -OCHg or -O-G: 

Ar 1 is arvl. R 10 -substituted aryl. heteroaryl or RlQ-substituted heteroarvl: 

Ar^ is aryl. R11 -substituted aryl. heteroaryl or Rl j -substituted heteroaryl: 
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L is selected from the group consisting of: 

a) a covalent bond: 

b) -(CH?) q -, wherein q is 1-6: 

c) -(CHgVE-(CHp) r . wherein E is -Q-. -C(OK phenvlene. -NR 22 - or 
-S(Q) n- 9-, e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6: 

d) -(Cp-Cg)alkenvlene-; 

e) -(CHpVV-fCH?^-. wherein V is C s-Cfi Cvcloalkvlene. f is 1-5 and 
g is 0-5, provided that the sum of f and g is 1-6: and 

U 



,15 



— M — Y d — c — Zh xsr— (9)s— v n — tc) s — z— * — (C) v — v k — s ( O) 0 . 2 — 

iie - fU i« or R 16 : 

wherein M is -Q-. -S-. -S(O)- or -S(Q) r : 

X, Y and Z are each independently selected from the group consisting of 

-CH r , -CHfC i-C gtelkvl- and -C(di-(C i-C fi)alkvl)-: 

R 8 is selected from the group consisting of H and alkyl: 

R 1 0 and R 11 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of 

(C^-Cfi telkvl. -OR19 -0(CO)R 1 9 -0(CO)OR 21 . -0(CH2)1-5QR 19 - - 
O(CO)NR19r20. -NR19r20, -NR19(CO)r20, -NRl9(CO)OR 21 , 
-NR19(CO)NR20r25, -NR19sQ 9 R21 . -COOR19. -CONR19r20, -C0R19, . 
SO9NRl9R20 t S(0)Q-2R 21 ^0(CH 2) 1-10-COOR19, -Q(CH9]i-1qCONR19r20, , 
(C^-Cr alkvlene)-COOR 1 9. -CH=CH-COORl9. -CF * . -CN. -NO? and halo: 

R 15 and R 17 are each independently selected from the group consisting of 
-OR 19 . -OC(Q)R 19 . -OC(Q)OR 21 . - OC(Q)NR 19 R 20 : 
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R 16 and R 18 are each independently selected from the group consisting of H. 

(Ci-Cg)alkvl and arvl: 

or R 15 and R 16 together are =Q. or R 17 and R 18 together are =Q; 

d is 1, 2 or 3; 

h is 0. 1. 2. 3 or 4; 

s is 0 or 1 ; 

t is 0 or 1; 

m. n and p are each independently selected from 0-4: 

provided that at least one of s and t is 1 , and the sum of m. n. p. s and t is 1 -6; 

provided that when p is 0 and t is 1 . the sum of m, n and p is 1-5: and provided that 
when p is 0 and s is 1 , the sum of m. t and n is 1-5: 
v is 0 or 1: 

i and k are each independently 1-5. provided that the sum of i. k and v is 1-5: 

Q is a bond. -(CHg V p wherein g is 1-6. or. with the 3-position ring carbon of 

the azetidinone. forms the spiro group 



R 1 3 a nd R 14 are each independently selected from the group consisting of 
-CH 9 -. -CH(C ^-Cfi alkvIK -C(di-(C i^-CR ) alkvO, -CH=CH- and -C(C^ -Cfi alkvl)=CH-: 

or R 12 together with an adjacent R 13 . or r12 together with an adjacent R 14 . form a - 
CH=CH- or a -CH=C(C i-Cfi alkvl)- group: 




'a 



wherein R 12 is 



-CH-, -C(C r C 6 alkyl)-, -CF-, -C(OH)-, -C(C 6 H 4 -R 23 )-, -N-, or- + NO" ; 
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a and b are each independently 0. 1 . 2 or 3. provided both are not zero: 

provided that when R 13 is -CH=CH- or -C(CH -Cfi alkvh=CH-. a is 1 : provided that 
when R 14 is -CH=CH- or -CfC^ -Cfi alkvl)=CH-. b is 1 : provided that when a is 2 or 
3. the R 13 's can be the same or different: and provided that when b is 2 or 3. the 
R 14 's can be the same or different: 

and when Q is a bond and L is 

R 15 
I 

Xj (C) v Y k S(O) 0 .2 

R 16 



then Ar 1 can also be pvridvl. isoxazolvl. furanvl. pyrrolvl. thienvl. imidazolvl. pyrazolvl. 
thiazolvl. pyrazinvl. pyrimidinvl or pyridazinvl; 

R 19 and R 20 are each independently selected from the group consisting of H. 
(Ci-Cfi telkvl. arvl and arvl-substituted (C^ -Cf Oalkvl; 

R 21 is (C^ -Cfi )alkvl. arvl or R 24 -substituted arvl: 

R 22 is H. (C i-Cfi telkvl. arvl (C i-Cfi telkvl. -C(Q)R 19 or -COOR19; 

R 23 and R 24 are each independently selected from the group consisting of 1- 
3 substituents which are each independently selected from the group consisting of H. 
(Ci^-CR )alkvl. (C i-Cfi telkoxv. -COOH. NO ? . -NR 19 R 20 . -OH and halo: and 

R 2 5 is H. -OH or (C i^-Cfi )alkoxv. 
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